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1. 6 7- 1. 7 4 (4H, m), 2. 79 (4H, brs), 6. 85 ( 1 H, 
d, J = 9. OHz), 7. 45 (1H, dd, J = 9. 0, 2. 4Hz), 8. 
06 (1H, d, J = 2. 4Hz), 11. 70 (2H, br). 

£kT<D&lHmte.&\/ y >xmi 9 8 (4) ©2K3£ifeflS9l^$ft-CV ,k 5»£\ iSib 
il 9 9 : 19 9 (Dfc'&m^Wk 

g^tLT, 2 -7 5 7- 5 -l/in^t- 4 - [(1 , l-v^^/V) ^/Kl 

7V (Ml 9 8 (1 ) ©fls£-4fe), ^t^/V^y y^lV^Wl 9 8 (2) ~ (4) 

JR* : 1 7 . 1 % 

(2) 2-7^7-4 - [(i, 1-^y^/v) rc^/v] - 5 -^7^y /^ry 

— 7V 

X H — NMR (CDC 1 3 ) : 5 1 . 33 (9H, s), 2. 76 (4H, brs), 
3. 79 (4H, brs), 4. 66 (2H, s). 

(3) 2 -Tir h^V- 5 -^a^-N- {4- [(1, 1-vM^/O rc^] 
- 5 -^/^ y 7f 7y~-;v- 2 --f;v} ^<yX7 5 K 

fl^^#) © * & #cSJft tiv^ fc 0 

(4) 5-^n^E— N- {4- [(1, 1-i^y^/V) ^)V\ - / 
f7y-;w-2-^;W - 2 - 1 Kn^yX7 5 K Ofb£^»##l 9 9) 
1 H — NMR (CDC 1 3 ) : 5 1. 24 (9H, s), 2. 89 (4H, dd, 
J = 4. 8, 4. 2Hz), 3. 83 (4H, dd, J = 4. 5, 4. 2Hz), 
6. 89 (1H, d, J = 9. OHz), 7. 49 ( 1 H, dd, J = 9. 0, 2. 
4Hz), 7. 98 (1H, d, J = 2. 1Hz), 11. 20 (2H, br). 
M 2 0 0 : 2 0 0 <Dft&m<OW& 

WMkL-X, 2-75/-5-/n ; e-4- C(l, ^/Kl 
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V*—;V (Fill 9 8 (1) (Dit&m), W4-^f;Vt°^7v?y^fflV^^l 9 8 

(2) ~ (4) bmm<Dmft%m\ mm^m^mc 0 

J&*S : 6 . 9 % 

(2) 2-757-4 - [(1, l-i?*?-A') at^/W] -5- (4-^^/Vt°^ 

1 H — NMR (DMS O - d 6 ) : S 1. 25 (9H, s), 2. 12 (2 H, b 
r s), 2. 19 (3H, s), 2. 57 (2H, brs), 2. 72 (4H, br 
s), 6 . 5 1 ( 2 H, s ). 

(3) 2-Tirh^^-N- {4- [(1, 1-v^^/V) rc^/v] -5- (4- 

(4) 5-^n^e-N- {4- [(1, l-*?*<?/U) ^;V] -5- (4-^ 
;PkV7v?y-l-^;v) f7y- /V— 2 --f -2-t Kn^yX7 5 
K (-fb^^## 2 0 0) 

1 H — NMR (C D 3 OD) : 5 1.41 ( 9 H, s), 2. 55 (3H, s), 

2. 87 (4H, brs), 3. 03 (4H, brs), 6. 88 (1H, d, J 
= 8. 7Hz), 7. 49 (1H, dd, J = 8. 7, 2. 7Hz), 8. 11 (l 
H, d, J = 2. 7 Hz). 

M2 0 1 : ffc£*&##2 0 1 ©Yb^©»3t 

jDK^t bt\ 2-7^-5-7^^-4- [(1, 1-vM^vk) aifvl/] 

7V (Ml 9 8 (1) (Dlk&m), W4-7x=;Hf^7^^fflV^Jl 9 

8 (2) ~ (4) 2:IPI«©jftf^S:ffV\ ^M^fe2r#fc 0 
urn -6. 9 % 

(2) 2-T5 7-4- [(1, \-V*^~)V) ^)V\ -5 - (4-7x=;Hf 
^=7 1 /V) 3/—^ 

1 H — NMR (CDC 1 3 ) : 5 1. 34 (9H, s), 2. 80 (2H, brs), 

3. 03 (4H, brs), 3. 55 (2H, brs), 4. 69 (2H, s), 6. 
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88 (1H, t t, J = 7. 2, 1. 2Hz), 6. 95 ( 2 H, dd, J = 9. 

0, 1. 2Hz), 7. 28 (2H, dd, J = 8. 7, 7. 2Hz). 

(3) 2 -Tir {4- [(1, 1-*J*^?V) =^f-;V~\ 
-5- (4-7x^tV7^y-i-^;i.) ^- Ty *_ 7V _ 2—^;V) ^^X7 

5 K 

(4) {4- [(1, 1-*J*^?V) ^?V\ -5- (4-7* 
=;Hf^7^-l — fW) f7^-;v-2 — f/W -2-t Kn^^yXT 
5 K 2 0 1) 

'H-NMR (DMSO-d 6 ) : 5 1. 39 (9H, s), 2. 97(4 H, s), 
3. 30 (4H, s), 6. 82 ( 1 H, t, J = 7. 5Hz), 6. 97 ( 2 H, 
brs), 6. 99 (2H, t, J = 7. 5 Hz), 7. 58 (1H, brs), 8. 
05 (1H, d, J = 2. 4Hz), 11. 69 ( 1 H, brs), 11. 82 (1 
H, brs). 

m 2 0 2 : fc^##2 0 2 ©ffc^^JKfe 

M^t, 5-^n^iMJ^7^ ^2 -75 7 -4 -7x^7/- /V 
»TM19 5 (3) £[l3«©ifefts5tfTV\ Wilted Srftfco 

: 1 6 . 0 % 
mp 239 °C (dec). 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 2 (1 H, d, J = 8. 4Hz), 
7. 34 (1H, t, J = 7. 6Hz), 7. 44 ( 2 H, t, J = 7. 6Hz), 
7. 62 (1H, dd, J=8. 4, 2. 8Hz), 7. 67 ( 1 H, s), 7. 
92 (2H, d, J = 7. 2Hz), 8. 08 (1H, d, J = 2. 8Hz), 1 

1. 88 (1H, brs), 12. 05 ( 1 H, brs). 
M 2 0 3 : f 2 0 3 <£>ft^#J<Dg^t 

(1) {2- [(5-/n^-2-t Kndfv"<y^;k) 75/] -4-7x = 
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^f;l/x7f/V»TMl9 5 (3) £ I^^O^f^^rff V\ MM 

: 3 2. 1 % 
mp 288. 5 — 229. 5°C. 

1 H — NMR (DMSO- d 6 ) : 5 3. 66 (3 H, s), 3. 95 ( 2 H, s), 

6. 99 (1H, d, J = 8. 0Hz), 7. 42 ( 1 H, d, J = 6. 0Hz), 

7. 48 (2H, brt, J = 7. 6Hz), 7. 56-7. 61 (3H, m) , 

8. 07 (1H, d, J = 2. 4Hz), 11. 85 ( 1 H, brs), 11. 9 
8 ( 1 H, brs). 

(2) {2- 2-fc Kn^^yy^f;!/) T^7] -4-7^=. 

BfcBfc (^^#-§-2 0 3) 
{2-[ Kn^^y^^) 7$;]-4-7x=;W^/ 

— )V— 5 — f/WS^Bfe ^f;l/x^f^ (75mg, 0. 1 7 mm o 1 ) ^r^ & J 
—?V (5mL) fc?g#?U 2 WfefoWfef- h y * ^ (0. 5mL, 1 mm o 1 ) 

m^^Mmmmr^mmm^L-xmm^m<Dmn&^^ (5 6m g , 7 

7. 3%) £#fc 0 
mp 284-286 °C. 

1 H — NMR (DMSO-d 6 ) : 5 3. 84 (2 H, s), 6. 9 8 (1 H, 
d, J = 8. 8Hz), 7. 42 (1H, d, J = 6. 8Hz), 7. 49 (2H, 
t, J = 7. 6Hz), 7. 58-7. 61 (3H, m) , 8. 07 ( 1 H, d, 
J = 2. 8Hz), 12. 25 (H, brs). 
m 2 0 4 : {h-^4fe## 2 0 4 ©-ffel^OjRSfi 

Mi LT, 5-zfn^])^m, X^2-7? 7-4, 5-e?7x=W 
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s^m^XMl 9 5 (3) iIoI«©lftf^S:fTV\ tRM-fb-a-WSr^o 

iRsp : 2 5 . 9 % 

mp 262-263 °C. 

1 H-NMR (DM SO - d 6 ) : S 7. 02 (1H, d, J=8. 1Hz), 
7. 3 4- 7. 4 7 (1 0H, m) , 7. 63 (1H, d, J = 6 . 9Hz), 8. 
08 (1H, d, J = 2. 4Hz), 11. 88 ( 1 H, brs), 12. 08 (1 
H, brs). 

[2-7^7-4, 5—i?7az ~)V=f-T "S—JV • \ B ^t^mU (Nihon Kagaku 
Zasshi)j, 1 9 6 2^, H8 3t, p. 2 0 9#|] 
m 2 0 5 : fb-a^#-^2 0 5 ©flS#*&©»3£ 

HJfSf^UT, 5-:/n^y^v^ W2-7^-4-^y^-5-7x 

^ry-^^fflv^-cii 95(3) £i^©sif£$:ffv\ asflMb-^wsrWfco 

iRsps : 2 8 . 1 % 
mpl98-200°C. 

1 H-NMR (DMSO-d 6 ):5 4. 08 (2 H, s), 6. 95 (1H, 
d, J = 8. 8Hz), 7. 15-7. 22 (3H, m) , 7. 30 (2H, t, 
J = 7. 6Hz), 7. 3 8-7. 4 3 ( 1 H, m) , 7. 47 (4H, d, J = 
4. 4Hz), 7. 57 (1H, brd, J = 8. 8Hz), 8. 05 (1H, d, 
J=2. 4Hz), 11. 98 (1H, brs). 

[ 2-7^ J — 4 — 5-7x ^.jV^T *S—?V : \ 5 - 7^K'7 

7- — -7;/a — -f tf =l Uy^ ^ 1/ (Chemical and Pharmaceutical Bulletin) J, 

1 9 6 25s 1101, p. 3 7 6#|] 
M 2 0 6 : 2 0 6 ©-ffc£*4fe©JS3£ 

JK^^: Ut, 5 -^n**!MJ ^2-7^-5-7x^-4- (h 

!)7Mn^^) f7/-;^fflV^|19 5 (3) fc|nI^©iftf^«rffV\ * 

Ifc^ : 3 3 . 2 % 
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mp 2 5 0 °C (dec.) . 1 H — NMR (DMSO-d 6 ) : 8 7.0 2 (1 
H, d, J = 8. 8Hz), 7. 51 ( 5 H, s), 7. 63 (1H, dd, J = 
8. 8, 2. 4Hz), 8. 02 ( 1 H, d, 1 = 2. 8Hz), 12. 38 (1 
H, b r s ). 

m 2 0 7 : 2 0 7 <Dtt&to<DW& 

WMb tt, l -y=^=.;v- l, 9 5 (1) ~ (3) 

-8. 9 % (3 

(1) 0-^^-1-7x^-1, 3— Zf^^^^y 

1 H — NMR (CDC1 3 ): 5 2. 46 (3H, s), 5. 62 (1H, s), 
7. 48-7. 54 (2H, m), 7. 64 (1H, tt, J =7. 5, 2. 1H 
z), 7. 9 7-8. 0 1 (2H, m) . 

(2) 2 -7*5; 7-5 -TirfVV- 4-7x=;Pf7^' 

1 H — NMR (DM SO - d 6 ) : S 2. 18 (3H, s), 7. 50-7. 55 
(2H, m), 7. 5 9-7. 6 8 (3H, m), 8. 69 ( 2 H, brs). 

(3) 5 -^n^-N- (5 — T'fe^vl'— 4 -7x=;Vf7 , Z- ^— 2 -^/V) 
-2-fc KP^f-^vXr? K 2 0 7 ) 

1 H — NMR (DMSO-d 6 ): 5 2. 4 4 (3H, s), 6.99 ( 1 H, d, 
J = 9. 0Hz), 7. 55-7. 71 (4H, m), 7. 7 6 - 7. 8 0 ( 2 H, 
m), 8. 01 (1H, d, J = 2. 4Hz), 12. 36 (2H, br). 
m 2 0 8 : 2 0 8 ©fb^J&OSat 

WPth tt, 1 , 3 -i?7x=/I/- 1 , 3 - 7n/^^ty"riv^il 9 5(1) 

~ (3) tmmo^%fri<\ mmit^m^m^o 

]S^m : 4 9 . 7 % 

(1) a-y^^e-l, 3-^7x^-1, 3-7n/^^V 
X H-NMR (CDC 1 3 ) '• 8 6. 5 5 ( 1 H, s), 7. 4 5 -7. 5 0 (4 
H, m), 7. 61 (2H, tt, J = 7. 2, 2. 1Hz), 7. 98-8. 0 
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1 (4H, m). 

(2) 2 -75 7 - 5 -^y^/W-4-7x^f7 , /'-;l' 

1 H-NMR (DMSO-d 6 ) =5 7. 04-7. 18 ( 5 H, m) , 7. 22 
-7. 32 (3H, m), 7. 3 5 - 7. 3 8 ( 2 H, m), 8. 02 (2H, s). 

(3) ( 5 — ^i^^/^jv— 4 — 7x=;Vf7 % /^ A— 2 — -Y/v) 

- 2 - h Kn =3r^yX7 5 K (-fb-&*»# 2 0 8) 

1 H-NMR (DMSO-d 6 ) : 5 7. 03 (1 H, d, J = 8. 7Hz), 7. 
17-7. 30 (5H, m), 7. 3 9- 7. 4 7 (3H, m), 7. 57-7. 
60 (2H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 8. 05 
(1H, d, J = 2. 4Hz), 11. 82 (1H, brs), 12. 35 ( 1 H, 
b r s ) . 

M2 0 9 : fb##3#-5§-2 1 0 (Dfc&Vo&Wk 

mntVX, W2-75 7-4 /V 

- 5-%A>tfisWt xf;^x^T;^^V^t^l 9 5 (3) tm&oiSkft&fT^ 

I&sp? : 6 9 . 4 % 

1 H-NMR (DMSO-d 6 ):5 1. 22 (3H, t, J = 7. 5 H z ), 4. 
21 (2H, q, J = 7. 5Hz), 7. 07 ( 1 H, d, J = 8. 7Hz), 7. 
4 3-7. 4 7 (3H, m), 7. 53 ( 1 H, dd, J = 8. 7, 2. 4Hz), 
7. 7 0-7. 7 4 (2H, m), 7. 92 ( 1 H, d, J = 3. OHz), 11. 
88 (1H, b r), 12. 29 ( 1 H, brs). 
$12 10 : fc£-4fe##2 0 9 <Dfc&m<Z>W& 

WMt Lt, 5 -^n^iMJ^^Sfe, Rt>*2-T$ ;-4-7x^f7^ 
-5-*WVS x^;kx^r;^fflV^TMl 9 5 (3) i Rfllcolftf^Srff V^, 

■ 2 8 . 6 % 
mp 197-199 °C. 
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1 H-NMR (DMSO-d 6 ) : 8 1. 21 (3H, t, J = 6. 8Hz), 
4. 20 (2H, q, J = 6. 8Hz), 7. 01 ( 1 H, d, J = 8. 8Hz), 
7. 4 3- 7. 4 8 (3H, m), 7. 63 ( 1 H, dd, J = 8. 8, 2. 4 
Hz), 7. 70-7. 72 ( 2 H, m) , 8. 04 (1H, d, J=2. 4Hz), 
12. 33 (1H, brs). 
092 1 1 : fl^#J## 2 1 1 (Dik^mtDUl^ 

(D ~ (3) tmm<Dm^n^\ mmfc&m&nfeo 

: 4 0 . 0 % (3 It) 

Uj$±<& <d ^ * ifcBijfc Km v^fco 

(2) 2-7^/ - 4— (^y^7;^n7i-;v) f7/-;v-5-*;vt*y 

1 H-NMR (CDC 1 3 ) : 5 1. 23 (3H, t, J = 7. 2Hz), 4. 2 
1 (2H, q, J = 7. 2Hz), 5. 41 ( 2 H, s). 

(3) 2- (5-7n ; f-2-tFn^^;V) T ^ y — 4 — (^>-^:7 
/k^-n^^c^^) ^- 5 -^/V^VM a^/V (MMt2 1 1) 
'H-NMR (DMS O- d 6 ) : 5 1. 20 (3H, t, J = 7. 2Hz), 2. 
51 (2H, q, J = 7. 2Hz), 7. 02 (1H, d, J=8. 7Hz), 7. 
64 (1H, dd, J = 8. 7, 2. 7Hz), 7. 90 ( 1 H, d, J = 3. 0 
Hz), 11. 92 (1H, br), 12. 58 ( 1 H, br). 

f|2 12 : fl^^#-^2 1 2 <D4k&m<DM& 

(1) 2- (5-/n^-2-tFn^^;v) 7^/-4-7x^f 
7^^- 5 -Jjji-y$i/M 

2- (5-7*n ; e-2-t Kn^^^/V) 7^-4-7x^f7^ 
;U- 5 -jJsUTFl/M^S^XT^ 0ffc-a-4«-^2 0 9) ^fflV^j8 2 £ 
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i&^i : 6 7 . 0 % 

1 H-NMR (DMSO- d 6 ) : S 7. 00 (1H, d, J = 8. 8Hz), 7. 
4 2-7. 4 4 (3H, m), 7. 62 ( 1 H, dd, J = 8. 8, 2. 4Hz), 
7. 7 0-7. 7 2 (2H, m) , 8. 04 ( 1 H, d, J = 2. 4Hz), 12. 
31 (1H, b r s), 12. 99 ( 1 H, brs). 

(2) [2 - (5 -yn^e- 2 — fc Kn^^y^;!') 7^/ - 4 -^^—/l^ 

-N-^^J&^^^$ K Of 2 1 2) 
2- (5-yp^-2-kKn^^A^) T ^ 7 - 4 -7xs/Pf7/- 
/P- 5 -TJ/V/tf (0 . 20g, 0. 4 8mmol)^f/V7^y 4 0%^ 

/M«(0. 2m 1). 1 -t Kn^^yy MJr/-/V- TKfP^O 6. 
7mg, 0. 7 2mmo 1 h WS C • HC 1 (137. 2 m g , 0. 7 2 mm o 
1), ^h^fc (1 5m L) ©m^?r^S.-ei 8H#P^»#Ufc c 

^^n-^h^^7^— (n — ^> : g^gferc^= 1 : 2) till, 
^(^^nn^^y/n-^^ty) Lt«^i©fifet*(87. 9mg, 
4 2. 6 %) 3r#fc 0 

1 H-NMR (DMSO-d 6 ) : 8 2. 70 (3 H, d, J=4. 5Hz), 7. 

02 (1H, d, J = 9. 0Hz), 7. 4 0- 7. 4 8 (3H, m) , 7. 63 
(1H, dd, J=9. 0, 2. 4Hz), 7. 68-7. 71 (2H, m), 8. 

06 (1H, d, J = 2. 4Hz), 8. 16 ( 1 H, t, J=4. 5Hz), 1 
1. 88 (1H, br), 12. 15 (1H, brs). 

«T©*wi-*5v^f!i2i 2 (2) <Dj?mm\m&thx\^m'£; m>7km&M 

t bTte. WS C • HC 1 % RTfl -fc Kndr^-<^y' b V T A'rtcfM&SrJl 
V^c 0 Tf7tKn77yf©»« 0 
M 2 1 3 : ih^m-^r 2 13 ©jR3t 

Mi UT, 2- (5-^^-2-1: Kn^My^/I') T^/-4-^;c 
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—flsf-T^f—JV- 5 -ZuV^^Wt (12 12 (1) <Dib&m), 
(D7 0 %7X^^^fflV^TM2 12(2) t |^S©tfe{£3rtrV\ Mmk&W) £r#fc 0 
: 6 2 . 5 % 

1 H— NMR (DMSO-d 6 ):5 1. 05 (3H, t , J = 6 . 9Hz), 3. 
15-3. 24 (2H, m), 7. 02 ( 1 H, d, J = 8. 7Hz), 7. 40 
-7. 47 (3H, m), 7. 63 ( 1 H, dd, J = 8. 7, 3. 0Hz), 7. 
6 9- 7. 7 2 (2H, m), 8. 06 ( 1 H, d, J = 2. 4Hz), 8. 20 
(1H, t, J = 5. 4Hz), 11. 84 (1H, br), 12. 14 (1H, 
b r s ) . 

FJ2 14 : 4fra^#^§-2 1 4<D4t&m(Dm&' 

WMt Lt, 2- (5-7'n*-2-t Kn^yyV^) 7- 4- :7 a: 
^;Vf7/-^- 5 -^7/V#^m (09 2 1 2 (1 ) (Dfc&m), 'BtXM 7 7°n fcVk 
7-;y^v^l2 12 (2) tl^#(^^«r=fTV\ ^fflft^tr#fc 0 
iR^ :23. 9 % 

X H — NMR (DMSO-d 6 ):5 1. 07 (6H, d, J = 6 . 3Hz), 4. 
02 (1H, m), 7. 02 ( 1 H, d, J = 9. OHz), 7. 40-7. 52 
(3H, m), 7. 64 ( 1 H, dd, J = 8. 7, 2. 7Hz), 7. 69-7. 
73 (2H, m), 8. 06 ( 1 H, d, J = 2. 7Hz), 11. 89 ( 1 H, 
b r ), 12. 14 (1 H, b r s). 
09 2 1 5 : 2 1 5<Dft&m<D9®& 

m^tVX, 2- (5-^n*-2-tKn^>^^) 75/-4-7x 
^f7/-/V-5-^M>| (M2 1 2 (1) (Dit^m), ^2-7^^ 
^7^y^ffl^TM2 12 (2) £P£S©Sltfs3:?TV\ ^®^^«r#fc„ 
iRSfS : 6 2 . 2 % 

1 H — NMR (DMSO-d 6 ):5 2. 78 (2H, t , J = 7. 5Hz), 3. 
43 (2H, q, J = 7. 5Hz), 7. 02 (1H, d, J = 9. OHz), 7. 
19-7. 24 (3H, m), 7. 27-7. 33 (2H, m), 7. 39-7. 
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41 (3H, m), 7. 61-7. 65 ( 3 H, m) , 8. 06 ( 1 H, d, J = 
2. 4Hz), 8. 25 (1H, t, J = 6. 0Hz), 11. 85 ( 1 H, br 
s), 12. 15 (1H, brs). 
M2 1 6 : 1 6(D^#>(DM5t 

m&t\^x s 5 -^n^-iMj^/v^ m$2-T^ ; -4- (vyyjvjru*?- 

M ^TV*— As— 5 -jJSPtf^m. xf^x^f^^i^til 9 5 (3) t M 
JtX^ :88. 7 % 

1 H — NMR (DM S O — d 6 ) : 5 1. 32 (3H, t, J = 7. 2Hz), 4. 
33 (2H, q, J = 7. 2Hz), 7. 01 ( 1 H, d, J = 8. 7Hz), 7. 
63 (1H, dd, J = 8. 7, 2. 7 Hz), 7. 98 (1H, d, J = 2. 4 
Hz), 12. 64 (1H, br). 

M217 : ik&mm^z 1 7 <Dfc<etm<D§£ik 

Mibt, 5-^nn-N- {4 - [(1, -5 - [(2, 

k {i^mm-^i 95), rut^^^^ v \?%m\<^xW9 6 <> iwiti©^ 

urn ■ 6 5 . 3 % 

1 H — NMR (CDCI3): S 1. 32 (9H, s), 1. 33 (9H, s) , 2. 
46 (3H, s), 7. 22 ( 1 H, d, J = 8. 4Hz), 7. 56 ( 1 H, d 
d, J = 8. 7, 2. 4Hz), 8. 05 (1H, d, J = 2. 7Hz), 9. 8 

2 ( 1 H, brs). 

M2 1 8 : fb^#-^2 1 8©<b^^3t 

IftiLt, 4-fc Kn^tf^^xvl/- 3 - ^;^>tW2-7^ 7-4- 
7x^f7 % /- /W— 5 xf/kx^r^fflV^TMl 9 5 (3) 

i&m : 6 1 . 7 % 
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mp 207-208 °C. 

1 H — NMR (DMSO-d 6 ) : 5 1. 23 (3H, t, J = 7. 2Hz), 4. 
22 (2H, q, J = 7. 2Hz), 7. 16 ( 1 H, d, J = 8. 7Hz), 7. 
36 (1H, t, J = 7. 5Hz), 7. 4 5 -7. 5 0 ( 5 H, m) , 7. 69 
-7. 76 (4H, m), 7. 85 ( 1 H, dd, J = 8. 7, 2. 4Hz), 8. 
31 (1H, d, J = 2. 4Hz), 11. 73 (1H, brs), 12. 60 (l 
H, brs). 

[4 — fc Kp 3^15:7 3-^7/V^^^: h ^ Kn >- (Tetrahedron) J, 
1 9 9 7^, ^5 3t, p. 11437 #J$] 
m 2 1 9 : fb-a^#-§-2 1 9 <^ft;^<fe<£>$Sl5g 

Mibt, (4' -:7/l^u — 4 — fc Fn^^tf7xs:/P) - 3 -yfr/V-tfT^S^R 
v^tMl9 5 (3) ^ra«©tftf^S:fi l v\ IBilBfl^** 

■ 6 2 . 7 % 

mp 2 3 7 - 2 3 8 °C. 

1 H — NMR (DMSO-d 6 ) : 5 1.22 (3H, t, J = 7. 2Hz), 
4. 21 (2H, q, J = 7. 2Hz), 7. 13 ( 1 H, d, J=8. 4Hz), 

7. 28 (2H, t, J = 8. 8Hz), 7. 4 4-7. 4 5 ( 3 H, m) , 7. 
71-7. 75 (4H, m), 7. 81 (1H, dd, J = 8. 8, 2. 4Hz), 

8. 27 (1H, d, J = 2. 4Hz), 11. 67 (1H, brs), 12. 5 
8 (1 H, brs). 

[(4' —-7fVHrxi — 4 - t Kn^f 1*7;=.=. )V) — 3 — #s\'tf>'Wt : \<r h 
FnV (Tetrahedron) J, 1 9 9 7^, 0 5 3#, p. 1 1 4 3 7#JfJ 
m 2 2 0 : >fb^##2 2 0 0{h^ife©Sl 

Milt, (2', 4' -S?7;l'tn-4-fc Kn^i/^x^A') - 3 
tf?^l&R.TJ« 2— 7 rc^/l^T A— 5 — #^aj?:/gfc cr-^wcx 
f/V»tWl9 5 (3) i^i©if^tfV\ Ilf^^fto 
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Jfc^ : 4 5 . 6 % 

mp 206-207 °C. 

1 H — NMR (DMSO-d 6 ) : 8 1. 22 (3H, t, J=7. 2Hz), 
4. 22 (2H, q, J = 7, 2Hz), 7. 17 ( 1 H, d, J=9. 0Hz), 
7. 21 (1H, t d, J = 8. 7, 2. 4Hz), 7. 38 ( 1 H, ddd, J 
= 11. 7, 9. 3, 2. 4Hz), 7. 4 4-7. 4 6 (3H, m) , 7. 6 
0-7. 75 (4H, m), 8. 13-8. 14 (1H, m), 11. 86 (1H, 
brs), 12. 46 (1H, brs). 
09 2 2 1 : ik&m^r^- 2 2 1 ©ffr£*4&©$B£ 
(1) [4-t KcdfS/-4' - (MJ7;^o^f^) tf^rc^/P] -3-^7/P 

(500 mg, 2. 30 mm o 1), i?fc 
(h!)7;Ptn^f;W)7x^M7y (4 8 8mg, 2. 5 7mmo 1) % ^ 
7^7A (1 Omg, 0. 04 Ommo 1 ) 2kZP 1 M fcWtt h V 7^ (7mL) 
<DM&¥o% 8 0 °Ct? 1 B#ram#bfc 0 RJ&jft^fcS: 2 fcfeftlMc&rtBlsS^^vP 

*7^^nvh^77/f- (n .^ihV : @^^rc^/p= 5 : i) LT&t 

-fe^fr (5 6 3mg) 3r#fc 0 Ztl&*#S — /V (lOmL) 2^^ 
*iMb^MJ*A (3mL) £r«!U 6 0 "C-T? 1 BfRO^Ufco SJfSfi 

Ufc 0 # htl1tm&& n -^V- v?^ u;v* ? ^^MW&m'TXzMffi 

^frli^|l©SMI (4 5 8mg, 7 0. 4%) =Sr#fc 0 
mp 185 °C (dec). 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 9 (1 H, d, J = 8. 8Hz), 7. 
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77 (2H, d, J = 8. 0Hz), 7. 85 ( 2 H, d, J = 8. 0Hz), 7. 
90 (1H, dd, J=8. 8, 2. OHz), 8. 10 ( 1 H, d, J = 2. 4 
Hz), 11. 80 (1H, brs). 

(2) 2-{[4-tKn^-4' - (MJ7;Vtn^f^) \fy^=-;V] -3 

— j3}V7$~}V} 7 5 / - 4 - 7 x=;Vf 7 /-/V- 5 - rc^/v^^ 

0ffc#4fc##2 2 1) 

jm^^b-C, [4-k Kn*V-4' - (hP'7A'tP^f^) ^7x=^] -3 

— jfr^atfVSfe, 2£.T*2 -7$ 7 - 4 -7x^77^ /W— 5 — ^ 

f;vx^f/^iv^ji9 5 (3) tmm<Dm^&ft^s mmk&^&'&fro 

i&Sp : 4 1 . 7 % 

mp 236-237 °C. 

1 H — NMR (DMSO-d 6 ) : 6 1.22 (3H, t, J=7. 2Hz), 
4. 21 (2H, q, J = 7. 2Hz), 7. 18 ( 1 H, d, J=8. 8Hz), 
7. 4 4-7. 4 5 (3H, m) , 7. 7 2- 7. 7 4 (2H, m), 7. 81 (2 
H, d, J = 8. 4Hz), 7. 91 (1H, dd, J=8. 8, 2. 4Hz), 
7. 93 (2H, d, J=8.4Hz), 8. 36 (1H, d, J =2. 4Hz), 11. 

78 (1H, brs), 12. 62 ( 1 H, brs). 
M 2 2 2 : 2 2 2 <Di\&®<DWk 

M^tL-X, 2-t ( 1 - t°n U ;V) RTF 2 - T $ 7 

-4-7x^fT^-5-*;HyS :t^/l^c;*'7Vk£:JiV^Ml 9 5 

(3) fclTOoSfeftsSrfi^ SlS'ftl'S-ftSrWfco 
Jfcsja : 5 5 . 0 % 

X H — NMR (DMSO— d 6 ) : 8 1. 22 (3H, t, J = 7. 2Hz), 4. 

22 (2H, q, J = 7. 2Hz), 6. 26 (2H, t, J = 2. 1Hz), 7. 

13 (1H, d, J = 8. 7Hz), 7. 32 (2H, t, J = 2. 1Hz), 7. 

4 3-7. 4 7 (3H, m) , 7. 7 0- 7. 7 5 (3H, m), 8. 09 ( 1 H, 

d, J = 2. 7Hz), 11. 58 (1H, brs), 12. 55 ( 1 H, brs). 
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M2 2 3 : ft#«J##2 2 3 ©<fb#«J©S3t 

(1) 2-t Kn*^-5- 

5-^n*tI)fA/l(5 0 0mg, 2. 3 0 mm o 1 ) , 1 , 2-&* h^ls 
i^y(5mL) T;v^y#fflMT, fhy^ ( MJ r^n/i'*;*:? 

^y) /^^^^(SOmg, 0. 0 7mmo 1 )&8fcbtk lStlOM#t 
fc, ftV^t KP^i/-2-fx^/^7^(3 2 4mg, 2. 5 3 mm o 1 ) 
Rt* 1 M mk-f- V V V A ( 7 m L) 3:8fe&n b 2 R#Pttfl&ii#?E bfc c SiSM^^ 

?y.^T^*p#2^^m{-fe^^^^-ef6ffibfco H^^A'SSttR, l&fn 
#fetbyt^^^^v^ h y ?v*?t9* P^Rxf* ^y—^KX 

^^VVo^TvWbb, ftV^v / y*^>*7^^o-7b^77^- (n— ^^MJ- 
>- : @^;c^vi/= 5 : 1) T«L-Ctfet#:(2 7 7mg)r#t 0 

x* 6 o °c-c i straws ufco s^s-a-^«r^ia^-e^*P^. 2 ^^msfetcfc JtB^ 

$ ytitLTW^i© S-feNfill ( 5 8 m g , 11. 5 %) 3r#fc 0 
1 H — NMR (DMS O— d 6 ) : 5 6. 9 5 (1 H, d, J = 8. 8Hz), 7. 0 
9(1H, dd, J = 4. 8, 3. 6Hz), 7. 3 7 ( 1 H, dd, J = 4. 0, 1. 
2Hz), 7. 45(1H, dd, J-5. 2, 1. 2Hz), 7. 74(1H, dd, 
J = 8. 8, 2. 8Hz), 7. 96(1H, d, J = 2. 8Hz). 

(2) 2- [2-tKn^>-5- r^y-4- 

7x^Vf7y-/V- 5 ^^vI^XtvV «bl^#5#-^2 2 3) 

^iLt, 2-t {2-^-=r-=-;v) &B.mWl, RTf2-T^S 

(3) iim#(^^#^TV\ mmik^mttntco 

: 5 8 . 2 % 
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mp 213-214 °C. 

1 H-NMR(DMSO-d 6 ) : S 1. 22(3H, t, J = 7. 2Hz), 4. 2 
1(2H, q, J = 7. 2Hz), 7. 1 0 ( 1 H, d, J = 9. 2Hz), 7. 12(1 
H, dd, J=4. 8, 3. 6Hz), 7. 44- 7. 4 6 (4H, m) , 7. 50 
(1H, d d, J=4. 8, 1. 2Hz), 7. 71-7. 7 4 ( 2 H, m) , 7. 7 
9(1H, dd, J = 8. 8, 2. 4Hz), 8. 2 1 ( 1 H, d, J = 2. 4Hz), 
11. 78(1H, b r s), 12. 44(1H, brs). 
M3 0 1 : flS<g*$J##3 0 1 ©-ffr^Hfe©8L3fi 

(1) 5 —9 n v— 2 — ^ i3 - 7x=;l/^f 

2 A— 9 nnT~y—?V (3 0 Om g , 1 . 4 mm o 1 h ( 2 

llmg, 2mmolh MJxf;V7^ (13|iL, 0. ImmolK hV 
7x^7t^7^fi/ (50mg, 1. 9 mm o 1) ©Tth^MJ^ (6mL) 
StffcfcSlsifc^S**^ (2 1mg, 7mol%) ^iPi. 7^3^#ffl^T, 8 

^^it^^p- (i 5mL) -e#fXU, 2ISM> tR, «&ftJ*6fi^fc*CHB^2fe 

^A^n-^ h^^^^r— (n-^^l^ : g1*^5W = 10:1) 7?ftJ8b 
««fl^4tf©&fe»;fc ( 1 1 8 m g , 3 5. 6 %) =Sr#fc 0 
1 H — NMR (CDCl a ): 5 3. 8 5 (3H, s), 6. 80 (1H, d, J 
= 8. 8Hz), 7. 08 (1H, d, J = 16. 8 Hz), 7. 17 (1H, d 
d, J = 8. 8, 2. 5Hz), 7. 2 0- 7. 4 2 (4H, m), 7. 51-7. 
5 5 (3 H, m). 

(2) 4 no- 2 P^7x/- /V (ft^i#^3 0l) 
5-^PP-2-^ h^v'-j3-7x^f (8 0mg, 0. 3mmo 1) 
0)*J?uu* #1/ (2mL) T/V^^#ffl^CT> lmol/Llnyf 
y 7*p 5; K/t?^ n a t< * fifiSfc (0.5 mL, 0 . 5 mm o 1 ) S:1M^. N 

1 2B#ram#bfc 0 S^^^m^^ (1 5mL) t?*mu IMfP^ft 
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m7k-?m&.m&, mfcmm-t-hv f&m&m&m&vx&btbitm 

JjSfsV&^J*? v*r Ytf'yy A— (n-^^f-^ : g£gfem^vw= 3:1) 
tilLt, aUB^-a-^Ofi^* (3 4. 2mg, 45. 4%) £#fc 0 
'H-NMR (CDC 1 3 ) : 5 4. 95 (1H, brs), 6. 74 (1H, d, 
J = 8. 7Hz), 7. 09 (1H, dd, =8. 7, 2. 4Hz), 7. 10 (l 
H, d, J = 16. 2Hz), 7. 2 8- 7. 3 9 (4H, m) , 7. 49-7. 
5 4 (3 H, m). 

m 3 0 2 : ffc^#-^- 3 0 2 ©-fb#«KO$4afi 
(1) (S) - 2 - 7$ 7- 3 -7xs/l'-N-[3, 5 - If * (hy7/^P^ 

3, 5 - If* ( h y r^U > (0. 2 0g, 0. 8 7mmol) N 

N— ( t e r t — Zf Y^-^y^l ;V^=.jV) -L-7x^77^V (2 5 4. 8m 
g, 0. 9 6mmo 1), HSftyy (4 0/iL, 0. 4 6 mm o 1 h hAo^ 
(4mL) ©a-a-flfeSr, T/k^i/#|SMT> 8 0°C-T?1. 5B£ra»f£Lfc„ S*& 

ftbt, (3 3 3. 7mg, 9 2. 9%) 

1 H — NMR (DMSO-d 6 ) : 5 3. 13 (1H, dd, J=13. 8, 8. 
1Hz), 3. 29 (1H, dd, J = 13. 8, 6. 0Hz), 4. 37 ( 1 H, 
s), 7. 2 5- 7. 3 8 (5H, m), 7. 86 ( 1 H, s), 8. 30 (2H, 
s), 8. 4 8 (3H, s), 11. 9 5 ( 1 H, s). 

&>T<Dmmm\z&\,*xm3 o 2 (d ©^fe^ij^tv-cv^^, st^n^ 

(2) (S) -2-7tf^7-5-^nn-N- (2-7^^71^-1- {[3, 
5 — tf^. (h!J7;^n7f^) 7x^;v] #/W^-f/w} ;t^vv) ^yX7^ 
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K 

2-7th^-5-^PP^Ifi (10 4mg, 0. 4 8mmolK (S) 
- 2 -T ^ 7 - 3 [3 , ( Ml 7;Vtn ^ f 

/H^nt^yT^K (0. 20g, 0. 48mmolh 

h D T (71. 4mg, 0. 53mmol) CON, N-v 5 ^ f;l/*;PA7 

* K (4mL) aSftlC, WSC-HC1 ( 1 8 4 m g , 0. 9 6 mm o 1 ) &j]U 

=3ri^>- : @^m^^/V= 3 : 1^2 : 1) tffilUT, SSte^ttO&felNI (1 
4 1. 4 m g , 5 1. 4 %) £#fc 0 

'H-NMR (DMSO-d 6 ): 5 2. 0 5 ( 3 H, s), 3. 04 ( 1 H, d 
d, J = 13. 8, 9. 9Hz), 3. 19 ( 1 H, dd. J=13. 8, 4. 8 
Hz), 4. 73-4. 81 (1H, m), 7. 2 2-7. 3 5 (6H, m) , 7. 
54 (1H, d, J = 2 . 4Hz), 7. 60 ( 1 H, dd, J=8. 7, 2. 4 
Hz), 7. 81 (1H, s), 8. 27 ( 2 H, s), 8. 91 (1H, d, J = 
7. 8H z), 10. 8 1 (1 H, s). 

£LTi2. WSC-HCK Xtfl-t Kn^yy'MJ7/-;^V^ 0 
(3) (S) - 5-^nn-2-tKo^v'-N- (2-7x^-1- {[3, 
K 0fb£^#-5§- 3 0 2) 

(S) - 2 -Ti? h^r->- 5 n n— N — (2-7x^-1- {[3, 5 - If 
^ (b5 7;^o^f;M ^rc^/p] #/w^^f/v} ^5vi/) ^yX7 ^ K (i 
4 1. 4mg, 0. 2 5mmol) <D * & / — fV/f V =7 t Kb 7 9 V (2mL 
+ 2 m L) ^^fc 5 gU&fcSfefb^ h y !7 ( 0 . 2 m L) £ 
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Bk^/v-SS:^ IS3Bi*!fi**T?M»c35fe^U, m^WM-r h V Wife 

ytg^ftLt, W^©fifet* (7 4. 4mg, 5 6. 8%) £#fc 0 
1 H — NMR (DMS O- d 6 ) : S 3. 13 (1H, dd, J = 1 3 . 8, 9. 
0Hz), 3. 26 (1H, dd, J = 14. 1, 4. 8Hz), 4. 85-4. 
92 (1H, m), 6. 95 (1H, d, J = 8. 7 Hz), 7. 19-7. 23 
(1H, m), 7. 26-7. 31 (4H, m), 7. 45 ( 1 H, dd, J = 8. 

7, 2. 4Hz), 7. 81 (1H, s), 7. 97 ( 1 H, d, J = 2. 4Hz), 

8. 26 (2H, s), 9. 12 ( 1 H, d, J = 7. 2Hz), 10. 89 (1 
H, s), 12. 01 (1H, s ). 

EAT<^JfeW-:fc5V^-CM3 0 2 (3) ©#8stfS§|JB $ *i/rv^#-£\ tSi 
LtH:, 7j^ ^ ^ / *— 7K — ;K t f 7 t K o 7 7 y#©^I?r¥i^ t 

M3 0 3 : {b^##3 0 3©flS#4fe©3tt3ft 

(1) [l- ({[3, (MJ7;^n^f;v) 7x=^] T^/} 

3, 5 — If* (hP 7 JV-frxiJ-J-lV) T~y >- (0. 2 0 g, O. 8 7mmo 1 ) 
©f fc Ko77V (4 mL) T7^^>-#H^Ts N- ( t e r t - 

^^77V>^^7^) /P^/ (18 3. 5mg, 1. 05 mm o 1 ) , b V^f" 
7VT^>- (0. 25mL, 1. 7 9 mm o 1 ) *Mtl, ?KmX^m, ttitt 
fljpy (96^L, 1. 0 5mmo 1) SrJbn*., 5 ft^**$Lfc 0 K/SSS 

^^TKf-fc^, g^m^^/vT'ttm bfco @^m^^7ke^7K, is^stkt^h^ 

*W7Ayav Wy-7J~ (n-^^f-^ : It^^7P= 2 : 1 -* 3 : 2) 
tf»54 bT, 9Mfc&m<D £-fe&fH (10 1. 9 m g , 3 0. 3 %) 2r#fc„ 
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1 H — NMR (CDC 1 3 ) : 5 1. 49 (9H, s), 3. 99 (2H, d, J 
= 6. 0Hz), 5. 37 (1H, t, J = 6. 0Hz), 7. 57 ( 1 H, s), 
8. 00 (2H, s), 9. 06 ( 1 H, brs). 

(2) 2-T^y-N-[3, 5-fcT* (b57^a^f;v) y^^;V\T^ V 
T 5; KMfc£ 

[1- ({[3, (hy7;V3m*^;V) 7x=;H 7^/} #/V/j?:=W) 

;*5VK| 1, l-^f/kxf/H^f/MlOl. 9mg, 0. 

2 6 mm o 1 ) \Z. 4 ^Jfe&gfe • ( 1 mL) ^*PX- N SfiT? 1 &#M 

!»#Lfc 0 ^^feiCn-^ ^MT-J' (1 5mL) ^Px., #f tU L7c &^®f£3r 
»Lt, (8 0. 8mg, 9 6. 4%) 2r#fc„ 

1 H — NMR (CD3OD): 5 3. 89 (2H, s), 7. 71 (1H, s), 
8. 2 2 (2H, s). 

(3) 2-7tf^-5-^nn-N- ({[3, 5 - tf ^ (MJ7;vtP^f 

2-7tf^-5-^nn^Ifi (5 9. lmg, 0. 2 8 mm o 1 h 2 — 
T 5; 7-N-[3, (MJ7;vto^f;>) 7x=^]7tf75 KI» 

t (80. 8mg, 0. 2 5mmol) N 1-t Kn^yy h!J7^ (3 
7. 2mg, 0. 2 8mmol) CON, N^^fMMT? F (3mL) W$i 
CWSC-HC1 (9 5. 9mg, 0. 5mmol) ^Jfli, Mt*3^K$# 

t^^y^^;^7A^n^b^77^- (n-'^MM' : gjs|ft:n^vk= 3 : 2 
-►1:1) "CSILT, *«<t:^lfe©e&3te* (8 3. 7m g, 6 9. 3%) Sr 

1 H — NMR (CDCI3): 5 2. 40 (3H, s), 4. 4 0 ( 2 H, d, J 
= 5. 4Hz), 7. 17 (1H, d. J = 8. 4Hz), 7. 40 ( 1 H, t, 
J = 5. 4Hz), 7. 53 (1H, dd, J = 8. 4, 2. 4Hz), 7. 62 
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(1H, s), 7. 82 (1H, d, J = 2. 4Hz), 8. 19 (2H, s), 9. 
2 0 ( 1 H, s ) . 

(4) 5-^nn-2-t Kn^i^-N- ({[3, (hVyj^^t^^^ 
>V) -7^=-)V\ t))V^*cs()V~) *=5-)V) ^yXT^ K ({^#i#-§-3 0 3) 

2-7th^V-5-^nn-N- ({[3, 5 - tf ^ ( h ]) ~7 JV^rv * J-;v) 7 
^=-}V\ #7W^^f/V} *J-?V) ^yX7^ K (8 3. 7mg, 0. 1 7mmo 

1) 0^^;-;V/ff7tKn77^ (2mL + lmL) 5 iDtzkSI 

{b^fy^A/K^ (0. lmL) £#Px., mM.X» 2 O^mW^o 

y;^7A^n-rb^77^- (n — ' ^m.^^= 2 : 1) XWWk, 

n-^^ff yt«»LT, W^OSWh (4 7. 7mg, 6 3. 7%) 

X H-NMR (DMSO-d 6 ) : 5 4 . 18 (2H, d, J = 5. 4Hz), 7. 
00 (1H, d, J = 9. 0Hz), 7. 47 ( 1 H, dd, J = 9 . 0, 2. 7 
Hz), 7. 80 (1H, s), 7. 96 ( 1 H, d, J = 2. 7Hz), 8. 27 
(2H, s), 9. 25 (1H, t, J = 5. 4Hz), 10. 78 ( 1 H, s), 
12. 14 (1 H, s ). 

M3 0 4 : {b-£^#-*§-3 0 4 <D{^^^3t 
(1) 5-7nnf!J^tF7^F 

5-7nn-2-t Kn^i/SIft ^^vl^.X^rt' (0. 5 0g, 2. 7m 
molK t K^i^— 7Kfn^ (0. 3mL, 6. 2 mm o 1 h ^7—^(5 

mL) ^^^^6B#W^M^b7c 0 n ^ 

^m^TL, WttlLfc^^«bT, |IM©eMI (3 9 5. 9mg, 
7 9. 2 %) ^#fc 0 

X H — NMR (DMSO-d 6 ) : S 6. 90 (1 H, d, J = 8. 7Hz), 7. 
38 (1H, d d, J=8. 7, 2. 7Hz), 7. 85 ( 1 H, d, J = 8. 7 
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Hz), 10. 2 3 (brs). 

(2) Pf^t [3, 5 — tf^ (bP 7;Vtn^f^) 9 

rV] t K Mfc#»##3 0 4) 

5-^nnfP^fc K7v?K (2 13. 9mg, 1. 2 mm o 1 h 3, 5 - fc* 
^ ( h V 7>tn^ ^VV) ^yXT/Vrt K ( 1 9 0 n L, 1. 2mmo 1), I 
WMt (3S), azpysv (5mL) (OU^m^, 3 0 ^M^ilSfB L 7fc 0 3, 5 
— If;* (fP7/VtP^f;V) ^yX7;Vft K (100/iL, 0. 6 1mmo 

i) ^ii^nu ishiz.im3iNmmmvtc 0 m.j^u^m^w^^mk, ^ 
h y ?Au«f, mm^mmm^ ut# btu^s^ v y # 9 a ^ n 

h^77^- (n-^^V : @^m^^/V=3 : 1 -* 2 : 1) til, n 3r 
fy^W^LT, «»fb#*©6'&&5lc (3 6 2. 6mg, 7 6. 8%) 3r 

*H — NMR (DMSO- d 6 ) : 5 7. 03 (1 H, d, J = 9. 0Hz), 7. 
49 (1H, dd, J = 9. 0, 2. 7Hz), 7. 86 ( 1 H, d, J = 3. 0 
Hz), 8. 20 (1H, s), 8. 40 (2H, s), 8. 59 ( 1 H, s), 1 
1. 6 5 (1H, s), 12. 14 (1H, s). 
M 3 0 5 : fba^#-*§- 3 0 5 (D 

(1) (S) - 2-T^ /-4-^^^-N-[3, 5-tf^ (h!)7;vtP^f 
;V) 7x^]^V7^ K 

MtLT, N- (t e r t h 3r i/Jj;vi$~;V) -L-n^>\ &t^3, 
5 -if* (M) -^jvHtu^^M 7^py^lv^tf 3 0 2 (1) £: PIElOtfeft 5 

: 2 5 . 2 % 

X H — NMR (CDC 1 3 ): 5 0. 9 8 (3H, d, J = 6. 3Hz), 1. 0 
1 (3H, d, J = 6. 3Hz), 1. 3 9-1. 4 8 ( 1 H, m), 1. 74- 
1. 89 (2H, m), 3. 55 ( 1 H, dd, J = 9. 9, 3. 6Hz), 7. 
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58 (1H, s), 8. 12 (2H, s), 10. 01 ( 1 H, s). 
(2) (S) -5-^PP-2-t Kn^rV-N- (3-^5^-1- {[3, 5 
-if;*. (MJ7^tn^f/v) 7x^;k] #/w^^f /v} rf*5->V) ^yX7 5: K 

(-ffr^## 3 0 5) 

Mi 2-7tf^-5-^nngIfi, S.<^ (S) -2-T^/- 

N— [3, 5 - tf^ (f!)7;Vtn^f;V) T 7 a^/kl^^ i^T ^ 

k»t^3 0 2 (2) ~ (3) tmm<Dm^m\ mMt&m&wto 

: 2 4 . 8 % ( 2 X@) 
1 H — NMR (DMSO-d 6 ): 6 0. 9 5 (3 H, d, J = 5 . 7Hz), 0. 
97 (3H, d, J = 6. 0Hz), 1. 6 5- 1. 8 4 (3H, m), 4. 65 
-4. 72 (1H, m), 6. 98 (1H, d, J = 9. 0Hz), 7. 47 (l 

H, dd, J = 8. 7, 2. 4Hz), 7. 79 ( 1 H, s), 8. 06 (1H, 
d, J = 2. 7Hz), 8. 32 (2H, s), 9. 03 ( 1 H, d, J = 8. 1 
Hz), 10. 85 (1H, s), 12. 20 ( 1 H, s). 

M3 0 6 : {Ll^3#-S§-3 0 6 <D{k&%l<DW& 

WftkVX^ 5 nofp f/V7^7t K. RX*3, 5-\?X (hV7^stv 
*3->v) ^yXtK7^F»TM3 0 4 (2) fc|ia#©SMts«rfrV\ tlJHfb 

I&Sps :24. 7 % 

1 H — NMR (DM SO- d 6 ) : 6 6. 97 (1 H, d, J = 8. 7Hz), 7. 
34 (1H, dd, J = 9. 0, 2. 7Hz), 7. 73 ( 1 H, d, J = 2. 4 
Hz), 8. 41 (1H, s), 8. 59 ( 2 H, s), 8. 67 (1H, s), 1 

I. 0 7 (1H, s), 12. 4 5 (1H, s). 

M3 0 7 : {b-#»##3 0 7<Dfc&m<OWk 

J|X^ : 3 0 . 2 % 
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1 H — NMR (CDCI3): 5 3. 10 (2H, t, J = 6. 9Hz), 3. 7 

1- 3. 77 (2H, m), 6. 34 ( 1 H, brs), 6. 95 (1H, d, J 
= 8. 7Hz), 7. 23 (1H, d, J = 2. 7Hz), 7. 36 (1H, dd, 
J = 8. 7, 2. 4Hz), 7. 70 (2H, s) , 7. 80 ( 1 H, s), 12. 
0 6 (1 H, s). 

M3 0 8 : {t^#j#-*§-3 0 8 (ow^m^w^. 

3 - t: Kd *i/$&7k'7*J>V&. (1 0 0 mg , 0. 6mmo 1 k 3, 5 - tf X (h 
V ~7 JVjrxx^^jV) T=- V y (168mg, 0. 7mmo 1 k g^gfe (5mL) <D 

It^^ffiTW^cU (1 5mL) 7K, 

3:1) -T?»MUX, MMfc&M<D&&nm (1 0 Omg, 4 3. 7%) £#fc 0 
1 H — NMR (DMSO-d 6 ) : S 7. 31 (1H, d, J = 8. 1Hz) , 7. 
42 (1H, d, J = 7. 5Hz), 7. 72 ( 1 H, dd,J = 8. 1,7. 5Hz), 
8. 2 1 (1H, s),8. 24 (2H, s) , 1 1 . 28 ( 1 H, s) . 
fj3 0 9 : ik&lfyjWt^S 0 9 C0<^^KD^5t 

2- 75/-4-7PP7x/^V (14 3. 6mg, lmmol) h7t 
KP77>-/ h/I^>- (0. 5mL+4. 5m L) jB#Htfftte % 3, 5 - If ^ (h 
!)7;Vtn^f^ 7x-;W yW-*— h (180/^L, 1. 0 4mmol) 

Sripi, 1 0 o°c-ei mmmw^o ©SM^IUtWl, M^MJ£ 

@^Sfeai^>=l : 1) "C*it$k -Y y^ntVV^— r/V/n -^^V^i&ilIr'ffcL 
X, WMi\&m(Dmfm&Mt-M (2 8 8. 5mg, 72. 4%) £#fc 0 
1 H — NMR (DMSO-d 6 ) : 5 6. 8 4 - 6. 9 1 ( 2 H, m) , 7 . 6 
7 (1H, s), 8. 06 (2H, s), 8. 14 (1H, d, J = 2. 1Hz), 
8. 45 (1H, s) , 10. 10 (1H, s) , 10. 44 (1H, s) . 
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M3 1 o : ft;^*#*3 1 ocoi^m^m.^ 

(1) 5-^nn-2-7« h^Ss—B— [3, (M)7;^ti^f;V) 

2—T^/-4—? n n7^y-^ ( 1 3 1 m g , 0 . 8 mm o 1 ) CO 4 8 %-r 
b7 7;^n*'>t (0. 3mL) 2R?ft, T^^^ffl^T, 

MJ^A (57mg, 0. 8mmo 1) (lmL) i§MDifc 0 Ottl 

Lfct, 3 , 5 - If* ( h y p< ^^(lOOmg, 0. 

4mmol) <0*ZJ—)V (3mL) ^t^Ox., 5 0 °CX* 1 R#ffi»# Ufc c S 
^^?r^l.^^«, »Jft«r«ffie*U"C#6>tt^:aSSrft»^^/W' (1 
5mL) -c#JfcU 2S)£It, tK, t&ftt&fefok^lKifcSfci^ ^«m^-by^ 

— (n-^^>- : @t^^V=5 : 1) tSlLT, Sia-fb^© 
* (52. 8 m g , 3 3. 3 %) £r#fc 0 

1 H — NMR (CDC1 3 ): 5 3. 85 (3H, s), 6. 80 (1H, d, J 
= 8. 8Hz), 7. 08 (1H, d, J = 16. 8Hz), 7. 17 (1H, d 
d, J=8. 8, 2. 5Hz), 7. 2 0- 7. 4 2 (4H, m) , 7. 51-7. 
5 5 (3 H, m). 

(2) 4-i7nn-2- [3, 5 - tfx (Mj7;^o^f^) X^P/Kl 
/ 3 10) 

IStLt, 5-^nn-2-^ h^V-j3- [3, 5 -If* (by^/l^^-n^ 
^-;V) ^fVy^!V^j3 0 1 (2) £ IHtl<£>#{1;£fTV\ mS'fc 

iRljS : 1 8 . 1 % 

1 H — NMR (CDCI3): 5 5. 16 ( 1 H, brs), 6. 76 (1H, d, 
J = 8. 4Hz), 7. 15 (1H, dd, J = 8. 4, 2. 7Hz), 7. 19 
(lH.d, J = 16. 5Hz),7. 45 (lH,d,J=15. 5Hz),7. 53 
(1H, d, J = 2. 4Hz) , 7. 76 ( 1 H, s) , 7. 93 (2H,s) . 
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M3 1 1 : ik&mm^ 3 1 1 (Di\&m<om& 

JWMt^X, 5-^nnf9f^ -T % / -f ^^SrfflV^TM 1 6 

jfc^ : 4 5 . 3 % 

1 H — NMR (DMSO — d 6 ) : S 2. 98 (2H, dd, J = 1 6 . 2, 5. 
7Hz), 3. 29 (2H, dd, J = 16. 2, 7. 5Hz), 4. 69-4. 
79 (1H, m), 6. 93 ( 1 H, d, J = 8. 7Hz), 7. 16-7. 20 
(2H, m), 7. 2 3- 7. 2 8 ( 2 H, m), 7. 43 ( 1 H, dd, J = 8. 

7, 2. 4Hz), 8. 02 ( 1 H, d, J = 2. 4Hz), 9. 03 (1H, d, 
J = 6 . 9Hz), 12. 66 (1H, s ). 

m 3 1 2 : fb-a^#-§- 3 12 <Dfc&%!}<DWg 

(1) 4-^po-2- ({[3, 5 -If* ( hi) 7/V^-n^^/V) 7x^;V] >f 
^y} y^/H ~7 J ' — /I' 

J^SfSf^LT, 5-^nnf!)f/V7^ftf\ W3, 5 - tr* ( h V y ;v^ru 
*?-,v) T~V is&m^XMl 4 (1) fcHI«©tftf^*ffV\ «»fb#4&«rfl'fc:o 
flK^ : 7 6 . 6 % 

1 H — NMR (DMSO - d 6 ) : 5 7. 04 (lH,d,J = 9. 0Hz) ,7. 
50 (1 H, d d, J = 9 . 0,2. 7Hz),7. 80 ( 1 H, d, J = 2. 7Hz), 

8. 01 ( 1 H, s ) , 8 . 12 (2H, s) ,9. 03 ( 1 H, s ) , 1 2 . 09 (1 
H, b r s ). 

(2) N- [(5-^PP-2-k Kn= 3 r>'7x^) * =$-?V\ - 3, 5 - If * ( h 
!)7;vtn^f;H 7^!)V (ft^Wf3 12) 

MiLT, 4-^nn-2- ({[3, 5 - fcT * ( h ]) 7/Vtn^f/V) ^rc — 
-T^y} y^/v) 7xy-;^IV^J14 (2) ^iolf^lrffv^, # 

JR^ : 7 8 . 1 % 

1 H — NMR (CDC 1 3 ) : 5 4. 40 (3H, s), 6. 27 (1H, s), 
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6. 80 (1H, d, J = 8. 4Hz), 7. 11 ( 2 H, s), 7. 17-7. 
2 0 (2H, m), 7. 3 0 ( 1 H, s). 
13 1 3 : ffr^#-5§-3 1 3 <Dfc&VlKDW& 

N- [(5-^nn-2-t KadfJ/7x=;l/) 7* - 3, 5 -fc** (h!)7 

;V0rn > ({^^#^-3 1 2 ; 8 8. 8mg, 0. 2 4mmo 1 h 

(4 3mg, 0. 7mmo 1) (D i?9 xuV* $ 1/ (2mL) SBftfc^ T/V^ 
^#ffl^ WSC-HC1 (138mg, 0. 7mmo 1) ?rM N gfifl 

7A^nvf^77^- (n ^i?-^ : StM^^^= 3 : 1) TltMLT, tl 
®ffc-S-*b©6feBfr* (69mg, 70. 4%) 3r#fc 0 

1 H — NMR (CDC 1 3 ) : 5 1. 92 (3H, s), 4. 73 (2H, s), 

6. 54 (1H, d, J = 2. 4Hz), 6. 95 ( 1 H, d, J = 8. 4Hz), 

7. 22 (1H, dd, J = 8. 7, 2. 4Hz), 7. 53 ( 2 H, s), 7. 
99 (1 H, s), 9. 21 (1H, s). 

13 14 : it^-m^S 1 4 (D\Y&m(o<mt 

5-7nnfP^t K7i^F (13 04 ( 1 ) (0\^m J 0 . lg, 0. 5 3 
mm o 1) O^y^y (3mL) 3, 5 - ( MJ 7;Vtn/:f ;W) 

^y^;l/7P!J F (100/iL, 0. 5 5mmol) ^JPi, ^$&~e 6 WfflM 

M^^J^e-fe^ (I69mg, 74. 7%) 3r#fc 0 
1 H — NMR (DMSO-d 6 ):5 7. 04 (1 H, d, J = 9. 0Hz), 7. 
51 (1H, dd, J=8. 7, 2. 4Hz), 7. 92 ( 1 H, d, J = 2. 4 
Hz), 8. 43 (1H, s), 8. 57 ( 2 H, s), 10. 79 (1H, s), 
11. 37 (1H, s), 11. 81 (1H, s). 
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ms 1 5 :fb£-4fe##3 1 5 ©-fb^4b©38i3fi 

^/i" tK5^K (M 3 o 4 ( i ) <o\\&m ; 0 . 1 0 g , 0 . 5 
3 mm o 1 K 3 , 5 - tf * ( h V y )Vi*rxi* ^<>-*J;V7*xi * K ( 1 2 0 n 

L, 0. 65mmolh MJxf;V7^y (0. 2mL, 1. 43mmolK 
h/V^l/ (4mL) 1 0 0 o C-Tr2B#^*#b/c o ^M^^^li; 

*^*7A^nv h^^ — (n-^^l?-^ : g£M^5W= 3 : 1) "ClfSL 
n-^drfytMftLt, (4 5. 6mg, 20. 9%) 

X H — NMR (CDC1 3 ): S 4. 22 (2H, d, J = 4. 8Hz), 5. 1 

3 (1H, q, J = 4. 8Hz), 6. 96 ( 1 H, d, J = 8. 7Hz), 7. 
23 (1H, d, J = 2. 4Hz), 7. 37 ( 1 H, dd, J = 9. 0, 2. 4 
Hz), 7. 69 (1H, d, J=4. 8Hz), 7. 85 ( 1 H, s), 7. 88 

(2H, s), 11. 5 4 (1 H, s ). 
M3 1 6 :{b^#-^3 1 6<Dfc&m<DM7£ 

^vVBfe (17 2. 6 m g , 1 mm o 1 ) , 3 , 5 - tf ^ hV ~7JV$- 
u *=?-;vy (1 5 2 ju L, 1 mmo 1 h ^t^-^^tV y(4Q/iL, 0. 

4 3 mmo 1 ) N (3mL) <D?!^3r 1 4 0 °Cl? 2 B#fffli*# bfc 0 B0£ 

t>tf>V?) *7 1*9 n-^r b^^^^f— (n — ^3riM' :g^rc^/i/= l 0 : 
1^5 : 1) -elt^UT, WMfc&m<D&&ffiM! (5 3. 6mg, 13. 9%) 

1 H — NMR (CDCI3) : S 7. 04 (1H, d, J = 9. 0Hz), 7. 5 
4 (1H, dd, J = 9. 0, 2. 7Hz), 7. 75 (2H, s ), 7. 86 (1 
H, s), 8. 02 (1H, d, J = 2. 7Hz), 10. 09 ( 1 H, s). 
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MS 17 : rts£-J»##3 1 7 ©{b^4feO*Bfi 

yf/i# (3 5 m g , 0. 2 mm o 1). 3, 5 - tf ^ (MJ^/k*- 
n^f/V) 7x=;VtK7^y (5 0mg, 0. 2mmol), O^BP^y 
(2mL) 7;^y#i^ WSC • HC 1 (3 0. 9mg, 0. 2 

mmo 1) Srin*.. SiStf 1 H#M»#Lfc 0 KJ&S^fe&BftB^^vV'TMSrJR U 
7K, iafn^7KT?JiR»#- N *l7KflfEBfe^-by !&5i«riftEE«* LT 

#fc»tbfc^S?r^>'y *^;^7in^ nv h^77^f- (n — : gtSt^z^ 

/^=3 : 1) ^itMbT, (5 6. 3mg, 6 9. 6%) 

1 H — NMR (CDC1 3 ): 5 6. 61 ( 1 H, d, J = 2. 7Hz), 6. 9 
9 (1H, d, J=8. 7Hz), 7. 28 (2H, s), 7. 41-7. 45 (2 
H, m), 7. 62 (1H, d, J = 2. 4Hz), 8. 53 ( 1 H, brs), 1 
1 . 11 ( 1 H, s ). 

W3i8 : it&mm^-s 1 8 ^{b-^OS^ 

(1) 2-7*0^-1- (5-^ap-2-tKn^7i^) y 1/ 

5' -ynn-2' - t Kn *isT± h 7x y >- (0. 20g, 1. 17mmo 
1) ©7b7tKn77>' (6mL) 7x^h ^f;V7y^7A 

h V -fn % K ( 0 . 4 4 g , 1 . 17mmol) SrJDx., SfiT' 8 B£fffl&# Ufc c 

#u ^TK^m-T- h y 7A^w, »«tsr*ffis*uT#e>^fcaiaESr^9 77 

W7^^n-7f^77^- (n — ^MM/ : g£gfe;n^vw= 5 : 1) 7?ft®U 

&W4k&V0<DM&#<4 * (2 2 0. 7mg, 7 5. 6%) 3r#fc 0 
1 H — NMR (CDC1 3 ): 5 4. 41 ( 2 H, s), 7. 00 (1H, d, J 
= 9. 3Hz), 7. 47 (1H, d d, J = 8. 7, 2. 4Hz), 7. 71 (1 
H, d, J = 2. 7Hz), 11. 63 (1H, s). 

(2) 2- (2 -T ^ / f7^;V-4 — f7V) -4-^no7x/-;l/ 
2-7*0^-1- (5-ynn-2-t Kn^V7x^) x^/y (156. 
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9m g, 0. 6 3mmo 1 h ^JrWM (4 7. 9 m g , 0. 6 3 mm o lh ^ 
& J ' — jV (3mL) ©I^lr2Wll«Lfco ZLJ&M'&m&^W.^.X^m 

ttfc^S^rv-y f ^57^- (n — ^MM' = 

2 : 1 ) Lt, ««fc'£*©!*3t&"fe»5fc (98. 6 m g , 64. 5 %) 

X H-NMR (DMS O- d 6 ) : 5 6. 8 5 ( 1 H, d, J = 8. 7Hz), 7. 
14 (1H, d d, J=8. 7, 3. 0Hz), 7. 25 ( 1 H, s), 7. 48 
(2H, s), 7. 79 (1H, d, J=3. 0Hz), 11. 95 ( 1 H, s). 

(3) N- [4— (5-^nn-2-tFP^7i=/l') ^T^/'— ?V— 2— 
/V] — [ 3 , 5 - tf ^ ( h U 7;^n ^ 5vV) 7 ^~/Kl ^ K Oh^-^a 

#■^■3 1 8) 

2- (2-75yf7 , /-/V-4--f/V) -4-^nn7i/^V (9 8. 6m 
g, 0. 4 1 mm o 1 h 3, 5 - tf ^ h P :7VW"n * ^jV&M&Wi (10 4. 9 
mg, 0. 4 1mmo 1) N ^nn-O-if^ (3mLk N-^^-2-t"n5 
(3mL) ©H^tHlftDV (3 6/iL, 0. 4 1mmol) tti 

m^^^SSriS^^TKTf^b, i/Mthy 7^if> «*tSr«JES 
4LT#b^fcaS^^y*7 1 >^7A^Pvh^77^- (n— ^Mf-V : g£ 
^n^/V=4 : l-*2 : 1) "T?*l!f|!L 77°^ t>x^r^/n -^^rf 
ISSfe^ LT, ^Ste^© SfeBfcfc (19. 6 m g , 10. 3 %) £r#7c 0 
1 H— NMR (DMSO-d 6 ) : 6 6. 98 (1H, d, J = 8. 4Hz), 7. 
21 (1H, dd, J = 8. 7, 2. 7Hz), 7. 95 ( 1 H, s), 8. 08 
(1H, d, J = 2. 7Hz), 8. 45 ( 1 H, s), 8. 77 (2H, s), 1 
0. 9 0 (1H, s), 13. 15 (1H, s). 
M3 1 9 : 3 1 9 (D{k-&W<Dm& 
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(1) 3- [3, 5-^ (hy7;^n^f;v) 
4- v^iX 

2, 4-f7yli?y^y (19 8. 7mg, 1. 6 9 mm o 1 ), 3, 5 - If 
^ (MJ7;^n^f/W) ^y-^l/^n^ K (0. 5 0g, 1. 6 3mmolK 
a^ZS—fls (5mL) <om&m\Z. 5&5&fcBMfctf- h V V AtK?§^ (0, 5mL) 

(n — : ^ixf;V= 3 : 1-^2 : l) TrttSgLT, M^^^fi-fe 

jjs£,H (4 0 5. 6 m g , 72. 5 %) £r#7c 0 

1 H — NMR (CDC 1 3 ) : S 4. 01 (2H, s), 4. 87 (2 H, s), 
7. 8 4 (1H, s), 7. 8 6 ( 2 H, s). 

(2) 5- (5-^Pn-2-tFn^^])7y) -3 - [3, 5 - tf ^ 
3 19) 

3- [3, ( 1> V ^Vi^/V] f7/y^y-2, 4- 

v^V (0. 2 0g, 0. 5 8mmo 1), t^ij^y (3» N ^ (3i) h 
Asx-ls (5mL) ©M^, IfitlO«#U 5 - ^ n pf V ^-JVT/V 
7tK (9 2. 3mg, 0. 59 mm o 1 ) 1 B#^P^31^E Ufc 0 SJS 

77-^/^9^^ n-v' f^77^f- (n-^^i^V : H^n^vv= 2 : 1 -> 3 : 2) 
t«LT, ^S^^tD^jt^* (1 7 3. 2mg, 6 2. 0%) £#7c 0 
X H — NMR (DMSO-d 6 ):6 5. 03 (2H, s), 7. 00 (1H, d, 
J = 9. 0Hz), 7. 33 (1H, d, J = 2. 4Hz), 7. 38 ( 1 H, d 
d, J=8. 7, 2. 7Hz), 8. 03 ( 1 H, s), 8. 05 (2H, s), 8. 
0 7 (1H, s), 1 0. 9 5 (1H, s). 
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13 2 0 : te-g*J&## 3 2 0 <Dtt&m<Z>W& 

3-tKP^l7K7^;k| (3 3. 5mg, 0. 2 mm o 1 h 3, 5 - If* h 
!) 7;^n ^ f ^7 ( 6 2 m g , 0. 2 mm o 1 ) N ^ n n ^<i/1f V 

(5mD o?Mfe^, T^=t^nmm,T, 3mmtomd&ffi\sito mj&m&to& 

^•eilfUT, IIfb^©fiMi (6 8. 5m g, 8 5. 2%) £#7c 0 
1 H — NMR (CDC 1 3 ) : 8 4. 9 0 (2H, s), 7. 1 9 (1H, d d, J 
= 8. 4, 0. 6Hz), 7. 41(1H, dd, J = 7. 2, 0. 6Hz), 7. 
61(1H, dd, J = 8. 4, 7. 2Hz), 7. 75(1H, brs), 7. 8 
2 (1 H, brs), 7. 8 6 (2H, s). 
M3 2 1 : {b#4fe##3 2 1 <Dft&V!<DWk 

5 - ^ n n-tf- y f/V7^ft K ( 1 5 0 m g , 1 mm o 1 h 3 , 5 - tf* ( h V 
7;vtn^f;v) 7i=;VtK9^ (2 0 0mg, 0. 9mmolK^/ — 
/l/ (5mL) (Dm&®&, TJVdti/^%T, 1 ^MJPHft»SfEUfco 

g^^^T^Wb-C, (2 2 4mg, 66. 6%) 

X H-NMR (CDC 1 3 ) : 8 6. 9 7 ( 1 H, d, J = 8. 7Hz), 7. 1 
7(lH,d, J = 2. 4Hz), 7. 24(1H, dd, J = 9 . 0, 2. 7Hz), 
7. 35(2H, s), 7. 41(1H, s), 7. 8 2 ( 1 H, s), 7. 87(1H, 
s), 10. 29(1 H, s ). 
^3 2 2 : fc£^fc##3 2 2 ©-ffc#4&©J43i 

zv) r~y v«rfflv^Mi 6 PJ#&SMts}HfV\ ««fb£**&«r#fc:, 
J&SfS :86. 9 % 



1 H — NMR (DMSO-d 6 ):fi 6. 36 (2 H, d, J = 8 . 4Hz), 7. 
13 ( 1 H, t , J = 8 . 4Hz) ,7. 79 (1H, s ) , 8 . 38 (2H, s), 
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11. 40 (2H,brs) ,11. 96 (1H, brs). 
M3 2 3 : ik&m^^r 3 2 3 <Dtt&m<OWft 

: 4 2 . 9 % 

X H-NMR (DMSO-d 6 ): 8 2. 3 2 (3H, s) 6. 82 ( 1 H, d, 
J = 6. 6Hz) 6. 84 (1H, s) 7. 83 (1H, s) 7. 84 (1H, 
d, J = 8. 5Hz) 8. 47 (2H, s) 10. 76 ( 1 H, s) 11. 44 

(1H, s). 
m 3 2 4 : 3 2 4 ©fl^Jfc <Z>$!ljg 

g^ttt, 5-^n*-4-tKo^t!lf/^ 5 - fc** ( b P 

: 8 2 . 4 % 

1 H — NMR (CDC 1 3 ) : S 5. 89 (1H, s) 6. 70 (1H, s) 7. 
69 (2H, s) 7. 95 ( 1 H, s) 8. 12 (2H, s) 11. 62 ( 1 H, 
s). 

M 3 2 5 : fb-^#J#^- 3 2 5 ^{h^^JCD^jt 
XRsfS : 2 9 . 9 % 

1 H — NMR (DMSO- d 6 ) : S 6. 37 ( 1 H, d, J = 2. 5Hz), 6. 
42 (1H, dd, J = 8. 8, 2. 5Hz), 7. 81 ( 1 H, s), 7. 86 
(1H, d, J=8. 5Hz), 8. 44 (2H, s), 10. 31 ( 1 H, s), 
10. 60 (1H, s), 11. 77 (1H, s). 
m 3 2 6 : 3 2 6 ^^©gg^t 

MfcLt, 3, 5-^ont!)f^> W3, 5 - if* (M)7;^n^ 
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I&Sp : 4 4 . 8 % 

X H — NMR (DMSO-d 6 ) : S 7. 85 (1H, d, J = 2. 5Hz), 7. 
91 (1H, s), 8. 01 (1H, d, J = 2. 5Hz), 8. 42 ( 2 H, s), 
11. 10 ( 1 H, s ). 

M3 2 7 : <fkl^3#-5§-3 2 7 (D^m^WM 

Mtbt, 3-t Ka^^tDf/^ #.#3, (fy7^n^f 

/v) r^y v^v^tmi 6 ^mii^^^fTV\ umt&m&mz-o 

itX^ : 2 2 . 7 % 

1 H — NMR (DMSO— d 6 ) : 8 6. 81 ( 1 H, t, J = 8. 0Hz), 7. 
01 (1H, d d, J = 8. 0, 1. 5Hz), 7. 35 (1H, dd, J = 8. 
0, 1. 5Hz), 7. 84 (1H, s), 8. 46 ( 2 H, s), 9. 56 ( 1 H, 
s), 10. 79 (1H, s), 10. 90 (1H, brs). 
^3 2 8 : fb-Mfe#-9"3 2 8 (Dft&m<OW& 

l&m : 5 4 . 9 % 

1 H— NMR (DMSO— d 6 ) : 8 2. 22 (3H, s), 6. 94 (1H, t, 
J = 7. 4Hz), 7. 42 (1H, d, J = 7. 4Hz), 7. 84-7. 85 
(2H, m), 8. 47 (2H, s), 10. 87 (1H, s), 11. 87 (1H, 
s). 

M3 2 9 : {b-S-#5#-^3 2 9 ©ffr£4&©543S 

r~y v^rffiv^TM 1 6 tmm^Wi¥^^\ mmfe&m&ftfco 

I&Sp : 34. 6 % 

1 H— NMR (DM SO— d 6 ) : S 3. 85 (3H, s), 6. 94 (1H, t, 
J = 8. 0Hz), 7. 20 (1H, dd, J = 8. 0, 1. 4Hz), 7. 44 
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(1H, dd, J=8. 0, 1. 4Hz), 7. 84 (1H, s), 8. 45 (2 

H, s), 10. 82 (1H, s), 10. 94 (1H, brs). 
M3 3 0 : 3 3 0 ©ffc^4&©»J3ft 

g^t Ut, 5- [(1, 1, 3, 3-Tb7^^) IMJTvi'Ik 2SttJ 5 

3, (MJ7;vtP^f^) T~y v&JBv^TM l 6 £ l^il&^ff^fi 1 

J&^3 : 6 4 . 2 % 

'H-NMR (DMSO-d 6 ):6 0. 70 (9H, s), 1. 35 (6 H, s ), 

I. 72 (2H, s), 6. 95 ( 1 H, d, J=8. 4Hz), 7. 50 (1H, 
dd, J = 8. 0, 2. 1Hz), 7. 83 ( 1 H, s), 7. 84 ( 1 H, d, 
J = 2. 1Hz), 8. 46 (1H, s), 10. 77 ( 1 H, s), 11. 20 (1 
H, s). 

MS 3 1 : {b^##3 3 1 ©fc-g4&©5436 

MtLt, 3, 5, 3ttf3, 5-1** (Mi7^ 

Jru pi *?-;v) T=- V ^&m^XM let m&teWtft&ff^. mM{k&&&Wt 0 
mzm --26. 2 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 88 (1 H, s), 7. 93 (1H, s), 
8. 33 (2H, s), 10. 88 (1H, s), 11. 36 ( 1 H, s). 
m 3 3 2 : ik&m^^ 3 3 2 ©-ffc#«l©5436 

g^ LT, 3, [(1, l-v^^/V') IHJ^VI'^ ^3, 

5 -If* (f!J7;^n^f/V) T~y V&^TMl 6 £ li^t&^SrfrV^s 

J&sfS : 6 5 . 0 % 

1 H — NMR (DMS 0-d 6 ):6 1. 34 (9H, s), 1. 40 (9H, s), 
7. 49 (1H, d, J = 2. 2Hz), 7. 82 ( 1 H, d, J = 2. 2Hz), 
7. 91 (1H, s), 8. 40 (2H, s), 10. 82 ( 1 H, s), 12. 4 
4 (1 H, s ). 
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M3 3 3 : {frg*<&#-!§-3 3 3 <D{k&VB<DW& 
: 35, 9 % 

1 H — NMR (DMSO-d 6 ):6 6. 73-6. 82 (2H, m), 7. 32 
(1H, ddd, J = l. 4, 8. 5, 15. 3Hz), 7. 83 (1H, s), 
8. 39 (2H, s), 10. 50 ( 1 H, d, J = l. 4Hz), 11. 11 (1 
H, s). 

M3 3 4 : <fb-^#-5§-3 3 4 <D^-g^Gr>§g5t 

JiP^bT, 3-^tmtPf^», ^.T^3, 5-1** (by 7;^P^f ;V) 
J&Sp : 6 1 . 3 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 05 ( 1 H, dd, J = 7. 6, 8. 
0Hz), 7. 69 (1H, dd, J = 1 . 4, 13. 3Hz), 7. 90 ( 1 H, 
s), 7. 93 (1H, dd, J = l. 4, 8. 0Hz), 8. 44 ( 2 H, s), 
11. 01 (1H, s), 11. 92 (1H, br. s). 

M3 3 5 : flS-£H&§-^3 3 5 <D{k&y3<DW£ 

m&tVX, 4-7* h^-^V ?~Mk^ RX^3, 5 - If* (M)7;vtn^f;V) 
i&§P : 1 4 . 2 % 

X H — NMR (DMSO-d 6 ):6 3. 81 (3H, s), 6. 54 (1H, d, 
J = 2. 5Hz), 6. 61 (1H, dd,.J = 2. 5, 8. 8 Hz), 7. 83 
(1H, s), 7. 95 (1H, d, J=8. 8Hz), 8. 45 (2H, s), 1 
0. 6 9 (1 H, s), 11. 8 9 (1H, s). 
093 3 6 : 3 3 6 (Dit^^<DM^ 

Mi bt, 6-n^t!)^>i> 5-tf* (M)7;^n^f^) 
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JR*S : 6 3 . 1 % 

1 H — NMR (DMSO-d 6 ): 8 3. 2 4 (3H, s), 6. 03 ( 1 H, d, 
J = 8. 0Hz), 6. 05 (1H, d, J=8. 5Hz), 6. 71 ( 1 H, d 
d, J=8. 2, 8. 5Hz), 7. 25 ( 1 H, s), 7. 88 (2H, s), 9. 
6 7 (1H, s), 10. 3 1 (1H, s) 
093 3 7 : ^1^3#-S§-3 3 7 (D4\&Vo <DUt& 

m^tVX, 5-T^y-N- [3, (MJ7;>tn^f;V) 

- 2 - t Fn^^yXT^ K ({^^#"^-8 8), &tM * >XA'ft~A'? n JJ 

JR*5 : 2 2 . 6 % 

1 H— NMR (DM S O— d 6 ) : S 2. 93 (3H, s), 7. 02 (1H, d, 
J = 8. 4Hz), 7. 31 (1H, dd, J = 8 . 4, 2. 7Hz), 7. 68 
(1H, d, J = 2. 7Hz), 7. 83 ( 1 H, s), 8. 46 ( 2 H, s), 9. 
48 (1H, s), 10. 85 (1H, s), 11. 15 ( 1 H, s). 

093 3 8 : {t^#3#-5§-3 3 8 ©{fr£H&0>£43i 

HO^bX, 5-T^y-N- [3, B-fcT* (Ml7/ktn^f;V) 7rc^/V] 
-2 — fc Ko^^yXT^ K ({h-^#J#^"8 8) N ^O^O-i?:/^/^—/^ n 

y K*fflv^9 i tisi=Kj&jftf^*fTV\ tiffin -^^^#fc Q 

iRsp : 4 5 . 3 % 

'H-NMR (DMSO-d 6 ) : 8 6. 89 ( 1 H, d, J = 8. 7Hz), 7. 
10 (1H, dd, J = 8. 7, 2. 7Hz), 7. 51-7. 64 (4H, m) , 
7. 68-7. 71 (2H, m), 7. 81 (1H, s), 8. 42 ( 2 H, s), 
10. 03 (1H, s), 10. 87 (1H, s), 11. 13 (1H, brs). 
093 3 9 : 3 3 9 ©ffr£*&©545£ 

JWMt^X, 5-7^7-N- [3, 5 -If* (M)7^tn^f^) 

-2-t Kn^^^T-; K ({b^^#^-8 8), 2fct*T*fe^vl^ a y KSr^V^ 

TM9 1 fcH«fcSM£«:fTV\ HM^^^#fc 0 
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: 4 4 . 8 % 

1 H — NMR (DM SO - d 6 ) : S 2. 02 (3H, s), 6. 97 (1H, d, 
J = 8. 7Hz), 7. 61 (1H, dd, J = 8. 7, 2. 7Hz), 7. 82 
(1H, s), 7. 99 (1H, d, J = 2. 7Hz), 8. 46 (2H, s), 9. 
90 (1H, s), 10. 85 (1H, s), 10. 94 ( 1 H, s). 
m 3 4 0 : ik&m^r^- 3 4 0 0>543S 

N- [3, 5 - tf ^ (MJ7;^n^f^) - 2 - b 5 - 

)V-7t^4 /^yX7U* (M 8 7 (2) <Dft,&®) &m^XM80 (5) £ IH 

: 5 9 . 9 % 

1 H — NMR (DM SO- d 6 ) : S 7. 17 (1H, d, J = 8 . 7Hz), 7. 
31 (2H, s), 7. 85 (1H, s), 7. 86 ( 1 H, dd, J = 8. 4, 
2. 4Hz), 8. 26 (1H, d, J = 2. 7Hz), 8. 47 (2H, s), 1 
0. 9 5 (1H, £), 11. 9 0 (1H, s). 
09 3 4 1 : ft^#I#^-3 4 1 (Dik-&m<DM& 

WMtVX, 3-t Ko^^t7^Vy-2-*MvE W3, 5-tf*(b 
!)7;vtn^f/v) 7=Py»TMl 6 £ p»<z>jftft£&fTV\ ^JB-ffr^S: 

l|XS£ : 4 6 . 9 % 

'H-NMR (DM SO - d 6 ) : 8 7. 36-7. 41 (2H, m) , 7. 50 
-7. 55 (1H, m), 7. 79 ( 1 H, d, J = 8. 2Hz), 7. 85 (1 
H, d, J = 0. 6Hz), 7. 96 ( 1 H, d, J = 8. 0Hz), 8. 51 (2 
H, s), 10. 98 (1H, s), 11. 05 (1H, s). 

M3 4 2 : {k^<»##3 4 2 ©5tt5£ 

I^tLT, 2-t Kn^t7^wy-l-^#Vi, W3, 5 - tf J* ( h 
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: 3 0 . 2 % 

1 H— NMR (DM SO - d 6 ) : S 7 . 27 (1H, d, J = 8 . 8H z), 7. 
3 2- 7. 3 8 (1 H, m), 7. 4 5-7. 5 0 ( 1 H, m), 7. 72 (1H, 
d, J=8. 5Hz), 7. 8 2- 7. 9 3 (3H, m), 8. 50 ( 1 H, s), 
10. 28 (1H, s), 11. 07 (1H, brs). 
f|3 4 3 : {fc^#^-3 4 3 (Dffc^#J»$^t 

(1) 4-^n^e- 3-t Kn ^v^f t7xV- 2 

4-/n ; t-3-tKn^ft7iy-2-*/l'|y| ^ 5^ >V (5 

0 Omg, 2. lmmo 1), zkSHfc*?- MJ 7^ (261mg, 6. 3mmo 1) 
<D * ? 7 -/V/tR (2. 5mL+2. 5mL) iB#S?K& 2 ^^M5S^ b/c Q 

(50mD -e^u tK, ^n^7X-eJW^», MtKW^- *7 a« 

mmzujEm&^x, MMfc&mvmn&ffi* (3 2 6m g , 69. 4%) 

1 H — NMR (CDC1 3 ): S 4. 05 (1H, brs), 7. 40 (1H, s). 

(2) 4-70^-3-t Ka^v'-N- [3, 5 - tf* ( MJ :7/W-n ^ ^vV) 
7rc=/V] ft7iy-2-*/H^t^ K (M#f3 4 3) 

JfOM-t Lt> 4 — :/n*e — 3 - t Fn^^ft7xy- 2 -^^^^^^-0*3 , 
(f y7/^n^f^) y V^ffiV^tfJ 1 6 t HJ^co^fF^ff V^, 

: 8 2 . 4 % 

1 H — NMR (CDC 1 3 ) : S 7. 42 ( 1 H, s), 7. 67 (1H, brs), 
7. 78 (1H, brs), 8. 11 ( 2 H, s), 9. 91 ( 1 H, brs). 
M 3 4 4 : ik&mm^ 3 4 4 (Di^m^WM 

WMtVX, 3, 5-tf^ (^17;^^^) 7a=:/Wy^T^— K ^ 
J&S^ : 4 4 . 8 % 
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1 H — NMR (DMSO-d 6 ) : 8 3. 9 8 ( 2 H, s), 7. 22 ( 1 H, t 
d, J = 7. 8, 1. 2Hz), 7. 3 3- 7. 4 0 (2H, m), 7. 87 (1 
H, s), 8. 02 (1H, d, J = 7. 8Hz), 8. 38 ( 2 H, s), 11. 
0 0 (1 H, s ). 



M3 4 5 : 3 4 5 ©-fb#*b©j!B6 

WMtVX, 3, 5 — 1*;* (M)7;vtn^f;v) 7x^y*y7*-f, & 
: 3 1 . 1 % 

1 H — NMR (DMSO-d 6 ):6 3. 99 (2H, s), 7. 41 (1H, d 
d, J = 8. 7, 2. 4Hz), 7. 47 ( 1 H, d, 1 = 2. 1Hz), 7. 8 
7 (1H, s), 8. 01 (1H, d, J = 8. 4Hz), 8. 38 ( 2 H, s), 
10. 93 ( 1 H, s ). 

m 3 4 6 : it-^m^r-^ 3 4 6 ©-ffr£-Jfc©$43£ 

ISOfsf-tUT. 5-^cnfJJ^;Vf s Jfct* 3 - ^ n 5- (M)7;Vtn^f 
: 3 7 . 1 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 0 3 ( 1 H, d, J = 9. 3Hz), 7. 
48 (1H, dd, J = 8. 7, 2. 4Hz), 7. 72 ( 1 H, s), 7. 84 
(1H, d, J = 2. 7Hz), 8. 16 (1H, s), 8. 28 (1H, s), 1 
0. 69 (1H, s), 11. 42 (1H, s). 

^3 4 7 : 3 4 7 ©te£-Jfc©5K3£ 

iRsf* : 6 8 . 0 % 

1 H — NMR (DMSO-d 6 ):6 3. 85 (3H, s), 7. 02 ( 1 H, s), 
7. 03 (1H, d, J = 8. 7Hz), 7. 48 (1H, dd, J = 8. 7, 2. 
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7Hz), 7. 61 (1H, s), 7. 77 ( 1 H, s), 7. 88 (1H, d, J 
= 2. 7Hz), 10. 57 (1H, s), 11. 53 (1H, s). 
M 3 4 8 : ik^mm^ 3 4 8 ©^^(Z)^ 

jg3js(-^ bt\ 2fet/ 2 — =&/v* y / — 5- (MJ7/i/tn 

^^-/ix) r^yy^v^i 6^i®iMtrv\ tMft^^#fc 0 

: 6 4 . 8 % 

1 H — NMR (DMSO - d 6 ) : 8 2. 9 0 (4H, m), 3. 8 4 (4H, m), 
7. 15 (1H, d, J = 9. 0Hz), 7. 48 (2H, s), 7. 50 ( 1 H, 
dd, J = 9. 0, 2. 7Hz), 8. 00 ( 1 H, d, J = 2. 7Hz), 8. 
91 (1H, s), 11. 24 (1H, s), 12. 05 ( 1 H, s). 

M3 4 9 : {^^#^3 4 9 ©-ffr&4&©JK6 

i&m ■ 5 9 . 2 % 

X H — NMR (DMSO-d 6 ) : 8 7. 10 (1H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J = 8. 4, 2. 1Hz), 7. 53 ( 1 H, dd, J=8. 
7, 3. OHz), 7. 9 7- 7. 9 9 ( 2 H, m), 8. 81 (1H, d, J = 
2. 1Hz), 11. 03 (1H, s), 12. 38 ( 1 H, s). 

MS 5 0 : fb^#»#-^3 5 0 (D\Yi-&m<DWk 

jRifs : 6 7 . 0 % 

X H — NMR (DMSO-d 6 ) : 8 3. 91 (3H, s), 7. 02 (1H, d, 
J = 9. 3Hz), 7. 43 (1H, dd, J = 9. 0, 2. 4Hz), 7. 57 
(1H, d, J = 2. 4Hz), 8. 13 (1H, s), 8. 23 ( 1 H, s), 8. 
29 (1H, s), 8. 36 (1H, s), 11. 52 (1H, s). 
M3 5 1 : fl^*&##3 5 1 (Dik&m(Dm : & 
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5-^BB-2-tKn^>-N- [3 — 7* h^rf As— 5 - ( 7^ 

^yXT^ K (#^^##3 50;105mg, 0. 2 
8 lmmo 1 h ^^/-/V (2. 5mL) ©»^<fibt!l 2 &fefcBMfc*?- h V 

mm (o. 6mD st^px., ^?afc-c3^p B m#bfdo s^^tk^px.. e^m 

»^©6fe@f* (1 OOmg, 99. 0%) £r#fc 0 
1 H — NMR (DMSO-d 6 ) : S 7. 04 (1H, d, J = 9. 0Hz), 7. 
49 (1H, dd, J = 8. 7, 2. 7Hz), 7. 91 ( 1 H, d, J = 2. 7 
Hz), 7. 93 (1H, s), 8. 43 ( 1 H, s), 8. 59 (1H, s), 1 
0. 78 (1 H, s ), 11. 48 (1H, s). 

m 3 5 2 : \^mm^ 352 ©»36 

jmW^ UT\ 5-^onf!Jf/l#, RX$2- (2-~r73-M*^) - 5 - ( h 
Jfcs£ : 8 9 . 6 % 

1 H — NMR (CDC 1 3 ) : 5 6. 9 4 ( 1 H, d, J = 9. 6Hz), 6. 9 
8 (1H, d, J = 9. 2Hz), 7. 25-7. 41 (4H, m) , 7. 48-7. 
57 (3H, m), 7. 81 ( 1 H, d, J = 6. 9Hz), 7. 88 ( 1 H, d, 
J = 6. 9Hz), 7. 95 (1H, d, J = 8. 9Hz), 8. 72 ( 1 H, s), 
8. 83 (1H, d, J = 2. OHz), 11. 70 ( 1 H, s). 
M3 5 3 : ffc£-4fc##3 5 3 <D^m<OWk 

WMtVX^ 5-? cinify ^vl/gfc, 2tt5 2- (2, 4-^0B7x/^7) 
-5- (fP7;Ptn^f^) T^y y*fflV^Ml 6 £ IIItS<Z>!ftf1s$:ff V\ II 

flz^ : 4 . 7 % 
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X H-NMR (CD C 1 3 ) : 8 6. 7 8 (1 H, d, J = 8. 9Hz), 7. 0 

2 (1H, d, J = 8. 6Hz), 7. 16 ( 1 H, d, J=8. 6Hz), 7. 

3 3 - 7. 3 8 (3H, m) , 7. 42 ( 1 H, dd, J = 8. 6, 2. 6Hz), 

7. 49 ClH, d, J = 2. 6Hz) 7. 58 ( 1 H, d, J=2. 3Hz), 

8. 66 (1H, brs,), 8. 82 ( 1 H, d, J = 2. OHz), 11. 65 
(1H, s). 

093 5 4 : {k^#/#-^-3 5 4 ©-fb^4&<D»3t 

MtLt, ^2- [(4- M)7;^n^^) fc°^ 

UvV] -5- (MJ7;^o^f;v) 7=!l ySriv^tMi 6 i^oftf^* 

flX^ : 60. 5 % 

X H — NMR (CDCI3) : S 1. 85-2. 05 (2H, m), 2. 15 (2 
H, d, J = 10. 9Hz), 2. 28 (1H, m) , 2. 82 (2H, t, J = 
11. OHz), 3. 16 (2H, d, J = 12. 2Hz), 7. 02 ( 1 H, d, 
J = 8. 9Hz), 7. 31 (1H, d, J=8. 3Hz), 7. 42 ( 2 H, m) , 
7. 50 (1H, d, J = 2 . 6Hz), 8. 75 (1H, s), 9. 60 (1H, 
s), 11. 94 (1H, s) 



093 5 5 : {h^#I#^-3 5 5 <D{k&Oo<DW& 

IStbt, 5-^PPt!)f;Vi, W2- (2, 2, 2 - h V y/u^-u^ h 

-5- (yy *?-;v) r=- v is&m^xm 1 6 1 mm&mt&n 

: 9 4. 5% 

X H — NMR (CDC 1 3 ) : 8 4. 5 8 (2 H, q, 1 = 7. 9Hz), 6. 9 
9-7. 05 (2H, m), 7. 41-7. 50 (3H, m), 8. 63 (1H, 
brs), 8. 79 (1H, d, J = 2. OHz), 11. 59 (1H, s). 
M3 5 6 : ffc£-*l##3 5 6 <D{k&tto<DW£ 

WMtVX, 5-^nnt!Jf;^ RXf2- (2-^h^7xy*V) -5 
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: 8 0 . 6 % 

1 H — NMR (DMSO-d 6 ) : 8 3.74 (3 H, s), 6.70 ( 1 H, d, 
J = 8. 4Hz), 7. 02 (1H, d, J = 8. 7Hz), 7. 07 (1H, d 
d, J = l. 5, 7. 8Hz), 7. 2 4-7. 3 9 (4H, m) , 7. 49 ( 1 H, 
dd, J=3. 0, 8. 7Hz), 8. 00 (1H, d, J=3. 0Hz), 8. 

92 (1H, d, J = 2. 1Hz), 11. 36 (1H, s), 12. 18 ( 1 H, 
s). 

093 5 7 : fl^tt##3 5 7©M©Iil 

7x/^ri/) -5- (MJ7/Wtn^f;w) 7=P V^V^l 6 tUf ©j* 
JK^ : 9 1 . 5 % 

X H — NMR (DMSO-d 6 ): 5 2. 3 4 (6 H, s), 7. 03 ( 1 H, d, 
J = 8. 8Hz), 7. 05 (1H, d, J=8. 1Hz), 7. 11 ( 2 H, s), 
7. 4 3-7. 4 7 (1 H, m) , 7. 48 ( 1 H, dd, J = 2. 9, 8. 8H 
z), 7. 97 (1H, d, J = 2. 6Hz), 8. 94 ( 1 H, d, J = 2. 2 
Hz), 11. 25 (1H, s), 12. 12 ( 1 H, s). 
m 3 5 8 : fc#«J##3 5 8 <Dft&m<OWfe. 

MiLT, 5-^ oniMJ^-/VSfe % &U*2-t°-<y vV - 5- (MJ7;>tn 
i&sp : 7 3 . 7 % 

X H — NMR (CDC1 3 ) : S 1. 68-1. 72 (2 H, m), 1. 80-1. 
88 (4H, m), 2. 89 (4H, t, J = 5. 2Hz), 7. 01 ( 1 H, d, 
J = 8. 7Hz), 7. 31 (1H, d, J=8. 4Hz), 7. 3 9-7. 4 3 (2 
H, m), 7. 55 (1H, d, J = 2. 4 Hz), 8. 73 (1H, d, J = l. 
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8Hz), 9. 71 (1H, s), 12. 05 (1H, s) 
09 3 5 9 : fc#4fc##3 5 9 <D{b&Vo<DW& 

ifclfj : 6 7 . 3 % 

1 H — NMR (DMSO-d 6 ):8 2. 33 (3H, s), 6. 93 (1 H, d, 
J = 8. 8Hz), 7. 03 (1H, dd, J=0. 5, 8. 8Hz), 7. 12 
(2H, d, J = 8. 2Hz), 7. 29 ( 2 H, d, J = 8. 5Hz), 7. 4 

3 (1H, dd, J = 2. 0, 8. 6Hz), 7. 48 ( 1 H, ddd, J = 0. 
8, 2. 7, 8. 8Hz), 7. 98 (1H, dd, J = 0. 8, 2. 7Hz), 
8. 94 (1H, d, J = 2. 2Hz), 11. 29 ( 1 H, s), 12. 15 (l 
H, s). 

093 6 0 : {b-a^#-5§-3 6 0 ©<ffe#«f©J43ft 

J^Wi: UT, 5-^nnt!)f/^ ~BlU2- (4 W7 ^/ -5- 

( h y y ^/to 7- y ^&m^xw i 6 t mUtDl&fc&fT^, aun-fb-S* 

l&spi : 74. 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 01 (1H, d, J = 8. 8Hz), 7. 
06 (1H, d, J = 8. 5Hz), 7. 22 ( 1 H, d, J = 8. 5Hz), 7. 

4 3-7. 4 8 (2H, m), 7. 50 (2H, d, J=8. 2Hz), 7. 94 (1 
H, dd, J=0. 5, 2. 7Hz), 8. 92 ( 1 H, d, J=2. 2Hz), 
11. 20 (1H, s), 12. 10 (1H, s). 

09 3 6 1 : fti^#3#^-3 6 1 <Dft&to<DWk 

BStWb b"C> 5 2 — fc KG dr>/-N- [3, 5 - tf * (n^/V 

jJ?=l/1^) 7^^/^] ^/X7 5 K I" 7 0) SrffiV>TM3 5 1 t Nil 
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l&m : 8 9 . 0 % 

1 H — NMR (DMSO-d 6 ) : 6 6 . 9 8 ( 1 H, d, J = 8.7Hz), 7. 
60 (1H, dd, J=8. 7, 2. 4Hz), 7. 24 (1H, dd, J = 8. 
7, 2. 7Hz), 8. 08 ( 1 H, d, J= 2 . 7Hz), 8. 24 ( 1 H, t, 
J = l. 5Hz), 8. 57 (2H, d, J = l. 2Hz), 10. 67 ( 1 H, 
s), 11. 6 4 (1H, s). 
093 6 2 : 3 6 2 ©{h^#)(D^3t 

JDjUN-fc bT N 5-^not!lf^ Rt/2-^^/V'-5- [(1-^/V) 
iR*pi : 1 9 . 1 % 

1 H — NMR (CDC 1 3 ) : 8 1. 26 ( 6 H, d, J = 6 . 9Hz), 2. 3 
0 (3H, s), 2. 8 7- 2. 9 6 ( 1 H, m) , 7. 00 (1H, d, J = 8. 
7Hz), 7. 08 (1H, dd, J = 7. 8, 1. 8Hz), 7. 20 (1H, 
d, J = 7. 8Hz), 7. 40 (1H, dd, J = 8. 7, 2. 4Hz), 7. 
49 (1H, d, J = 2. 7Hz), 7. 50 (1H, s), 7. 71 ( 1 H, s), 
11. 9 9 ( 1 H, s ). 

«3 6 3 : fti^#-S§-3 6 3 ©fc#4fe©J43t 

Ml 6 irlH#<Z)^^m\ SM^fc&Wfco 
iRsp : 5 9 . 2 % 

1 H— NMR (DMSO-d 6 ) : 5 1. 32 (3H, t, J = 6. 9 Hz), 1. 
41 (3H, t, J = 6. 9Hz), 3. 97 ( 2 H, q, J = 6. 9Hz), 4. 
06 (2H, q, J = 6. 9Hz), 6. 61 ( 1 H, dd, J = 9. 0, 3. 0 
Hz), 6. 98 (1H, d, J = 8. 7Hz), 7. 10 ( 1 H, d, J = 8. 
7Hz), 7. 48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 97 ( 1 H, 
d, J = 2. 7Hz), 8. 16 (1H, d, J = 3 . OHz), 10. 96 (1 
H, s), 11. 9 1 (1H, s). 
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m 3 6 4 : 3 6 4 ©-ft^fcKDjKt 

1 6 fcRW©SMtssrffv\ ^JBte^£#fc 0 
: 9 0 . 5 % 

1 H — NMR (CDC 1 3 ) : S 2. 28 (3H, s), 2. 35 (3H, s), 

6. 99 (1H, d, J=8. 8Hz), 7. 02 ( 1 H, brs), 7. 15 (1 
H, d, J = 7. 7Hz), 7. 40 (1H, dd, J=8. 8, 2. 5Hz), 

7. 45 (1H, brs), 7. 49 (1H, d, J = 2. 5Hz) 7. 70 (l 
H, b r ), 11. 9 6 (1 H, brs). 

M3 6 5 : ffc£-<fc&## 3 6 5 <Z><fb-g*<&0>3g£5t 

V^TMl 6 fc|*l8S©jftfts&fxl\ *H{fc#4&Sr»fco 
l&m : 90. 0 % 

'H-NMR (DMSO-d 6 ):6 7. 09 (1H, d, J = 9 . OHz), 7. 
53 (1H, dd, J=8. 7, 3. OHz), 7. 82 ( 1 H, dd, J = 8. 
7, 2. 4Hz), 7. 95 ( 1 H, d, J = 3. OHz), 8. 07 ( 1 H, d, 
J = 2. 4Hz), 8. 36 (1H, d, J = 9. OHz), 11. 11 ( 1 H, 
s), 12. 3 6 (1 H, s). 
M 3 6 6 : 4k&®l&-%r 3 6 6 ©-ffc#4&©8436 

M^UT, 5-^Pnt!lf/H, RTF 5- (N, N-^f/W7 7 ^ 
/V) -2-^ h=3rv-T— y VSr^TMl 6 IPI8l©Sfefts&fTV\ *»ffc#*& £ 

iRSp : 4 4 . 8 % 

1 H-NMR (CDC 1 3 ) : 5 1. 17 (6H, t, J = 7. 3Hz), 3. 2 
9 (4H, q, J=7. 3Hz), 4. 05 (3H, s), 7. 00 ( 2 H, dd, 
J = 2. 3, 8. 9Hz), 7. 41 ( 1 H, dd, J = 2. 3, 8. 9Hz), 
7. 48 (1H, d, J = 2. 6Hz), 7. 65 ( 1 H, dd, J = 2 . 3, 8. 
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6Hz), 8. 56 (1H, br. s), 8. 84 ( 1 H, d, J = 2. 3Hz), 
11. 8 2 ( 1 H, s). 

M3 6 7 : fl^4to##3 6 7 <Dtt&m<DW& 

v^tmi 6 1 mm<DnrE%?t^\ mmih^-m^t^o 

IR^ : 7 3 . 3 % 

1 H — NMR (CD 3 OD) : 8 6. 9 8 (1 H, d, J = 8. 6Hz), 7. 4 
3 (1H, dd, J = 2. 6, 8. 6Hz), 7. 74 ( 1 H, d, J = 8. 9H 
z), 7. 99 (1H, dd, J = 3. 0, 8. 9Hz), 8. 08 ( 1 H, d, 
J = 2. 6Hz), 9. 51 (1H, d, J = 2. 6Hz) 
M3 6 8 : ib^m^^S 6 8 (Dih&tfo^W^- 

MtUT, 5 - (N-7x-;^;W^^ /I/) - 

2-^ b^T^y y^ffiv^Ji 6 £1^*11 ©^fl^TVV ^ffi^^^T#/c 0 
XR^ : 4 0 . 3 % 

1 H — NMR (DMSO-d 6 ) : 8 3. 9 9 (3H, s), 7. 09 (2H, d 
d, J = 6. 6, 6. 9Hz), 7. 24 ( 1 H, d, J = 8. 6Hz), 7. 3 
5 (2H, d d, 6. 9, 7. 3Hz), 7. 49 ( 1 H, d, J = 2. 3, 8. 
9Hz), 7. 77 (3H, d, J = 8. 6Hz), 8. 00 ( 1 H, s), 8. 9 
7 (1H, s), 10. 17 (1H, s), 10. 91 (1H, s), 12. 11 (1 
H, s). 

M3 6 9 : ih^mm^Z 6 9 <Dlb&m<Dm& 

mi 6 tmm(Dm / E%ft\,\ mmit'&mttntc.o 

iW : 7 3 . 9 % 

X H — NMR (CDCI3) '• 8 3. 82 (3H, s), 3. 93 (3H, s), 

6. 66 (1H, dd, J = 3. 0, 8. 9Hz), 6. 86 ( 1 H, d, J = 8. 

9Hz), 6. 98 (1H, d, J = 8. 9Hz), 7. 39 (1H, dd, J = 
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2. 6, 8. 9Hz), 7. 47 ( 1 H, d, J=2. 6Hz), 8. 08 (1H, 
d, J = 3. 0Hz), 8. 60 (1H, br. s), 12. 03 ( 1 H, s). 

m 3 7 o : 4b&m^r-%- 3 7 0 <£><fb<^<Z>g&5g 

iRsp : 1 6 . 9 % 

1 H — NMR (DMSO-d 6 ) : 8 2.0 1 (3H, s), 3.8 5 (3H, s), 
7. 03 (2H, t, J = 9. 6Hz), 7. 49 (2H, dd, J = 8. 9, 9. 
2Hz), 7. 96 (1H, s), 8. 51 ( 1 H, s), 9. 87 (1H, s), 
10. 82 (1H, s), 12. 03 (1H, d, J=4. 0Hz). 
m 3 7 1 : 3 7 1 ©-ffr^©*^ 

bt, RX£5-* h 2 - * <??VT~ V 

iRspi : 1 0 0 % 

1 H — NMR (CDC1 3 ) : 5 2. 29 (3H, s), 3. 82 (3H, s), 
6. 75 (1H, dd, J = 2. 6, 8. 2Hz), 7. 00 ( 1 H, d, J=8. 
9Hz), 7. 16 (1H, d, J=8. 6Hz), 7. 38 ( 1 H, d, 2. 3 
Hz), 7. 41 (1H, dd, J = 2. 3, 8. 9Hz), 7. 48 ( 1 H, d, 
J = 2. 3Hz), 7. 70 (1H, br. s), 11. 92 ( 1 H, s). 
M3 7 2 : fti-^#H§-3 7 2 <D{k&to<DWIk 

mi 6 tmU(om^n^\ mm^^^m^ 

$zm : 7 3 . 9 % 

X H — NMR (CDC 1 3 ) : 8 0. 9 8 (3 H, t, J = 7. 2Hz), 1. 0 
5 (3H, t, J = 7. 2Hz), 1. 4 4- 1. 6 5 (4H, m) , 1. 72- 
1. 79 (2H, m), 1. 81-1. 91 (2H, m), 3. 97 (2H, t, 
J = 6. 3Hz), 4. 07 (2H, t, J = 6. 3Hz), 6. 64 ( 1 H, d 
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d, J = 9. 0, 3. 0Hz), 6. 85 ( 1 H, d, J = 9. 3Hz), 6. 9 
9 (1H, d, J = 9. 0Hz), 7. 39 ( 1 H, dd, J=8. 7, 2. 4H 
z), 7. 44 (1H, d, J = 2. 7Hz), 8. 08 ( 1 H, d, J = 3. 0 
Hz), 8. 76 (1H, s), 12. 08 ( 1 H, s). 

M 3 7 3 : {fr£*Jfc##3 7 3 ©-ffr^MfeOSBS 

: 5 9 . 7 % 

1 H — NMR (CDC 1 3 ) : S 0. 97 (6H, d, J = 6 . 6Hz), 1. 0 
3 (6H, d, 6. 6Hz), 1. 6 4- 1. 9 8 ( 6 H, m), 3. 99 (2H, 
t, J = 6 . 6Hz), 4. 09 (2H, t, J = 6 . 3Hz), 6. 63 ( 1 H, 
dd, J = 8. 7, 3. 0Hz), 6. 85 ( 1 H, d, J = 8. 7Hz), 6. 
98 (1H, d, J = 8. 7Hz), 7. 38 ( 1 H, dd, J = 9. 0, 2. 4 
Hz), 7. 43 (1H, d, J = 2. 7Hz), 8. 09 ( 1 H, d, J = 3 . 
0Hz), 8. 75 (1H, s), 12. 08 ( 1 H, s). 
m 3 7 4 : {k&®&-W3 7 4 <D{b&Vl<Dmk 

iR^ : 31. 2 % 

1 H — NMR (CD 3 OD) : S 4. 86 (3H, s), 6. 93 (1H, d, J 
= 7. 6Hz), 7. 18 (1H, d, J=8. 6Hz), 7. 35 ( 1 H, dd, 
J = 3. 0, 7. 6Hz), 7. 47 ( 1 H, dd, J = 2. 0, 8. 6Hz), 
8. 00 (1H, d, J = 3. 0Hz), 8. 80 ( 1 H, d, J = 2. 0Hz). 

m 3 7 5 : {b-a-#J#^-3 7 5 ©ffr£-fc©$lB6 

fe 0 
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JRap : 6 5 . 2 % 

1 H — NMR (CDC1 3 ): S 0. 69 (3H, t, J =7. 6Hz), 1. 2 
9 (6H, s), 1. 64 (2H, q, J = 7 . 6Hz), 6. 91 ( 1 H, dd, 
J = 1 . 7, 7. 6Hz), 6. 96 (1H, d, J = 8. 9Hz), 7. 03 (2 

H, d, J=8. 9Hz), 7. 10 ( 1 H, dt, J = l. 7, 7. 6Hz), 
7. 16 (1H, dt, J = l. 7, 7. 6Hz), 7. 40-7. 31 (4H, 

m), 8. 42 (1H, dd, J = 2. 0, 7. 9Hz), 8. 53 (1H, br. 
s) 11. 94 (1H, s). 

m 3 7 6 : fl5#«J##3 7 6 ©te#tt©»l3£ 

H^i: U"C\ 5-^onf!)f/* &t*2 v^l^ ^ - 5 - (^^-/V* 

: 3 3 . 0 % 

1 H — NMR (CDCI3) : 5 0. 92 (3H, t, J -6. 9Hz), 1. 4 
0-1. 59 (6H, m), 1. 90-2. 01 ( 2 H, m), 3. 09 (3H, 
s), 4. 22 (2H, t, J = 6. 3Hz), 7. 01 ( 1 H, d, J=8. 9 

Hz), 7. 06 (1H, d, J = 8. 6Hz), 7. 4 0-7. 4 3 ( 2 H, m) , 

7. 73 (1H, dd, J = 8. 6, 2. 3Hz), 8. 74 (1H, brs), 

8. 99 (1H, d, J = 2. 3Hz), 11. 76 ( 1 H, s). 
M3 7 7 : 3 7 7 <Z>ffc^<£>$Bt 

mWkVX^ 5-^nnf!)« &t>*3' -75 7-2, 2, 4' - MJ 7 
iR^ : 4 4 . 8 % 

1 H — NMR (CDC 1 3 ) : 5 1. 38 (9H, s), 2. 38 (3H, s), 7. 
01 (1H, d, J = 8. 9Hz), 7. 31 ( 1 H, d, J = 7. 9Hz), 7. 
42 (1H, dd, J = 8. 9, 2. 6Hz), 7. 53 ( 1 H, d, J = 2. 6 
Hz), 7. 57 (1H, dd, J = 7. 9, 2. OHz), 7. 83 ( 1 H, b 
r s), 8. 11 (1H, d, J=2. OHz), 11. 82 ( 1 H, s). 
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m 3 7 8 : fc&m^ 3 7 8 <Dfc&m<DW&k 
: 5 3 . 4 % 

1 H— NMR (CDC 1 3 ) '■ 8 2. 4 6 ( 3 H, s), 6. 51-6. 52 (2 
H, m), 6. 8 2-6. 8 5 (3H, m) , 6. 93 ( 1 H, d, J = 8. 9Hz), 
7. 06 (1H, d, J=7. 9Hz), 7. 30 ( 1 H, d, J = 7. 9Hz), 
7. 32 (1H, dd, J = 2. 3, 8. 9Hz), 7. 61 (1H, s), 8. 
29 (1H, s), 11. 86 (1H, br. s). 
M3 7 9 : {t^#3#-^3 7 9 (Dfc&!$)(Dm& 

Ifcspi : 8 . 0 % 

X H — NMR (CDC 1 3 ): 5 2. 3 8 (3H, s), 7. 02 ( 1 H, d, J 
= 8. 9Hz), 7. 25-7. 31 (3H, m) , 7. 46 (1H, dd, J = 2. 

6, 8. 9Hz), 7. 68 ( 2 H, d, J = 8. 6Hz), 7. 74 ( 1 H, d, 
J = 2. 3Hz), 7. 96 (1H, d, J = 8. 6Hz), 8. 56 ( 1 H, d, 
J = 2. OHz), 10. 75 (1H, s), 11. 70 ( 1 H, s). 

M3 8 0 : it&m^r^ 3 8 0 (Di^m^WM 

VVC0II1 6 tPf©jft^S:ffV\ ^M^#3<H#fc 0 
i&spi : 4 3 . 5 % 

1 H — NMR (CDC 1 3 ) : 5 2. 3 8 (3H, s), 7. 02 (1H, d, J 
= 8. 9Hz), 7. 27 (1H, d, J = 7. 9Hz), 7. 29 ( 1 H, dd, 
J = 2. 0, 6. 6Hz), 7. 46 ( 1 H, dd, J = 2. 3, 8. 9Hz), 

7. 68 (2H, d, J=8. 6Hz), 7. 73 ( 2 H, d, J = 2. 3Hz), 
7. 97 (1H, d, J=8. 6Hz), 8. 56 ( 1 H, d, J = 2. OHz), 
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10. 73 (1H, s), 11. 71 (1H, s). 
M3 8 1 : ft^#J#-$i-3 8 1 ©flS#4fc©Jt3£ 

: 2 8 . 8 % 

X H — NMR (CDC1 3 ): S 3. 12 (3H, s), 7. 03 (1H, d, J 
= 8. 9Hz), 7. 38 (1H, dd, J = 8. 6, 10. 2Hz), 7. 45 
(1H, dd, J = 2. 3, 8. 9Hz), 7. 53 ( 1 H, d, J = 2. 3Hz), 
7. 80 (1H, ddd, J = 2. 3, 4. 6, 8. 6Hz), 8. 25 (1H, 
s), 8. 98 (1H, dd, J = 2. 3, 7. 7Hz), 11. 33 ( 1 H, b 
r. s). 

M3 8 2 : {t:^#/#^-3 8 2 (Dik^m^W^ 
i&Spi : 7 7 . 0 % 

1 H — NMR (CDC 1 3 ) : 8 3. 9 8 (3 H, s), 6.80 ( 1 H, d, J 
= 8. 8Hz), 6. 90 (1H, d, J = 8. 8Hz), 6. 9 5- 7. 0 0 (3 
H, m), 7. 04-7. 09 ( 1 H, m), 7. 29-7. 35 (2H, m), 7. 
38 (1H, d d, J = 8. 8, 2. 6Hz), 7. 47 ( 1 H, d, J = 2. 6 
Hz), 8. 19 (1H, d, J = 2. 9Hz), 8. 61 (1H, brs), 11. 
9 2 ( 1 H, s ). 

M3 8 3 : ^-^^#-^-3 8 3 (Oi^m^U^i 

WMbVX, 5 nn-^y f;^, ^3 -T 5: / - 4 f;Hf7x^;l/«r 
I&sp< : 4 7 . 7 % 

1 H — NMR (DMSO-d 6 ) : 8 2. 3 3 (3H, s), 7. 06 (1H, d, 
J = 8. 7Hz), 7. 4 3-7. 5 2 (4H, m) , 7. 6 4-7. 6 7 ( 2 H, 
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m), 8. 04 (1H, d, J = 2. 7Hz), 8. 19 ( 1 H, d, J = l. 5 
Hz), 10. 40 (1H, s), 12. 22 ( 1 H, s). 
m 3 8 4 : {t&m^^ 3 8 4 <Dtt&*to<DW3k 

JMPi-bVX, RTfi5- (a, a ^/WO^/V-) - 

JR^ : 8 9 . 0 % 

1 H — NMR (CDC 1 3 ) : 5 1. 72 (6H, s), 3. 93 (3H, s), 

6. 83 (1H, d, J = 8. 8Hz), 6. 93 ( 1 H, dd, J = 2. 6, 8. 
8Hz), 6. 96 (1H, d, J = 9. 2Hz), 7. 15-7. 20 (1H, m) , 

7. 2 5-7. 2 8 (4H, m), 7. 36 (1H, dd, J = 2. 6, 8. 8H 
z), 7. 46 (1H, d, J = 2. 6Hz), 8. 35 ( 1 H, d, J = 2. 6 
Hz), 8. 51 (1H, s), 12. 04 ( 1 H, s). 

09 3 8 5 : 3 8 5 <D{fc^#/<£>®Bg 

Mttt, yf^gfe, W5- ; e/l'*!)y-2--bnT=y>' 

j&sp : 4 . 1 % 

1 H — NMR (DMSO-d 6 ) : 8 3. 4 6-3. 5 2 (4H, m), 3. 85- 
3. 94 (4H, m), 7. 03 ( 1 H, d, J = 8. 8Hz), 7. 47 ( 1 H, 
dd, J=2. 9, 8. 8Hz), 7. 80 ( 1 H, dd, J = 2. 6, 8. 8H 
z), 7. 82 (1H, d, J = 2. 6Hz), 7. 88 ( 1 H, d, J = 8. 8 
Hz), 8. 20 (1H, d, J = 2. 2Hz), 10. 70 ( 1 H, s), 11. 
4 3 ( 1 H, s ) 

M3 8 6 : ffrgHfe##3 8 6 (Dit^m^mM 

zv) r=y y^ffi^tii 6 £11^^%^^ sje-fb^Sr#feo 

Ifr^Z : 3 3 . 8 % 

1 H — NMR (DMSO-d 6 ) : 8 6. 99 (1H, d, J = 8. 8Hz), 7. 
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12-7. 19 (2H, m), 7. 42-7. 51 ( 3 H, m), 7. 89 ( 1 H, 

d, J = 2. 8Hz), 7. 93 (1H, d, J = l. 1Hz), 8. 34 (1H, 

dd, J=ll. 4, 2. 8Hz), 10. 39 ( 1 H, s), 11. 76 ( 1 H, 
b r s ) . 



MS 8 7 : {££^#-§-3 8 7 <D{k&®KDW& 

v^mi 6 tmm<om^n^, mm^m^m^o 

l&m : 1 5 . 3 % 

1 H — NMR (CDC1 3 ):6 0. 99 (3H, t, J = 7. 3Hz), 1. 3 
9-1. 51 (2H, m), 1. 5 9-1. 7 3 (2H, m) , 2. 71-2. 79 (2 
H, m), 7. 03 (1H, d, J = 8. 9Hz), 7. 41-7. 49 (3H, m), 
7. 92 (1H, s), 8. 07 ( 1 H, dd, J = 2. 3, 8. 4Hz), 8. 
75 (1H, d, J = 2. 4Hz), 11. 51 ( 1 H, s). 
m 3 8 8 : ik&QB&W 3 8 8 <Dtt>&®<DWk 

mPct Lt, [(1, 1-v^^vV) 7*n^] 

- 2- t Kn^v-T-P yilV^Wl 6 tPIfife^Jfef^^VV ^ffi-fb^Sr# 
1t 0 

: 3 6 . 0 % 

1 H— NMR (CDC1 3 ): § 0. 70 (3H, t, J = 7. 4Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, J = 7. 4Hz), 6. 97 ( 1 H, d, 
J = 6. 3Hz), 7. 00 (1H, d, J = 6. 6Hz), 7. 08 ( 1 H, s), 
7. 14 (1H, dd, J = 2. 5, 8. 6Hz), 7. 36 ( 1 H, d, J = 2. 
2Hz), 7. 42 (1H, dd, J = 2. 5, 8. 8Hz), 7. 57 (1H, 
d, J = 2. 5Hz), 8. 28 (1H, s), 11. 44 ( 1 H, s). 
M3 8 9 : {^^#-^3 8 9 <Ofc&tfa<DWa. 
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Jfc^S : 7 4 . 2 % 

X H — NMR (DMSO-d 6 ) : 6 2. 2 7 (3H, s), 3. 85 (3H, s), 
6. 90 (1H, dd, J = 9. 0, 2. 4Hz), 6. 98 ( 1 H, d, J = 9. 
OHz), 7. 05 (1H, d, J = 9. OHz), 7. 47 ( 1 H, dd, J = 
9. 0, 3. OHz), 7. 97 ( 1 H, d, J = 3. OHz), 8. 24 ( 1 H, 
d, J = 2. 4Hz), 10. 79 (1H, s), 12. 03 ( 1 H, s). 
13 9 0 : {b"g^##3 9 Q<DQ&m<DW& 

mm-tVX, 5 nu^-y RT$2, 5-^7/Vtn7^5 ^fflV^ 

Ml 6 bm&<DWift&ffi<\ tSfflfc#4fe&#fc:o 
JR^ : 8 1 . 5 % 

X H — NMR (DMSO-d 6 ) : 5 6. 98-7. 07 ( 1 H, m) , 7. 07 
(1H, d, J = 9. OHz), 7. 37-7. 49 (1H, m), 7. 52 (1 
H, dd, J = 8. 7, 3. OHz), 7. 95 ( 1 H, d, J = 2. 7Hz), 
8. 15-8. 22 (1H, m), 10. 83 (1H, s), 12. 25 ( 1 H, 
s). 

093 9 1 : ^^^»##3 9 1 (D4te&®KDW& 

Ml 6 £|*J^<Pifefls«rfTV\ SHfl2#4feSr#^.o 
i&s^ : 8 2 . 0 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 0 0 (1 H, t t, J = 9 . 3, 2. 
1), 7. 03 (1H, d, J = 9. OHz), 7. 47 ( 1 H, dd, J = 7. 
5, 2. 7Hz), 7. 49 ( 1 H, d, J = 2. 7Hz), 7. 51 ( 1 H, d, 
J = 2. 1Hz), 7. 82 (1H, d, J = 3. OHz), 10. 63 ( 1 H, 
s), 11. 43 (1H, brs). 
M3 9 2 : {b-£i£l#-5§-3 9 2 <Dtt&Vt}<OW£. 

WMtVX, 2- (5-7n^e-2-t KP^^y^/v)7^-4-[(l ) 
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##1 9 7) 2tii©»%m\ MM^«#fc 0 

: 8 5 . 5 % 

1 H — NMR (DMSO-d 6 ) : 8 1.44 ( 9 H, s), 7. 00 (1H, d, 
J = 9. 0Hz), 7. 62 (1H, dd, J = 9. 0, 2. 7Hz), 8. 02 
(1H, d, J = 2. 4Hz), 11. 83 ( 1 H, brs), 12. 04 ( 1 H, 
brs), 12. 98 (1H, brs).' 
13 9 3 : fl^$J##3 9 3 ©JOS 

tT> ^2-7^-4-7x^7/^ 
- 5 -1^ ^f/H^T/^ffl^tMl9 5 (3) fcP«©tfeffrMTV\ SHS 

tt&m*ftlz. 0 (Jtik&mn, M2 0 3 (i) ©ft^tcefcSo) 

:32. 1 % 
mp 288. 5-229. 5°C. 

1 H — NMR (DM SO - d 6 ) '-8 3. 66 (3H, s), 3. 95(2 H, s), 

6. 99 (1H, d, J = 8. 0Hz), 7. 42 ( 1 H, d, J=6. 0Hz), 

7. 48 (2H, brt, J = 7. 6Hz), 7. 56-7. 61 (3H, m) , 

8. 07 (1H, d, J = 2. 4Hz), 11. 85 (1H, brs), 11. 9 
8 (1 H, brs). 

13 9 4 : {t^#3#-^-3 9 4 <Dft&VltfDW& 

2- (5-/n ; e-2-kKn^y/-f;v) 7^;-4-7x^f7y- 
;v- 5 — 3j;vi$isWt ^^-/v^^/v (MW2 0 9) ?riv^TM8 2 £ IH 
«<0»fe&frv\ «^^#fc 0 M2 12 (D <Dfc<&m~eib 

So) 

iftsjg : 6 7 . 0 % 

1 H — NMR (DM S O — d 6 ) : 6 7. 00 (1 H, d, J = 8. 8Hz), 7. 
4 2-7. 4 4 (3H, m), 7. 62 ( 1 H, dd, J = 8. 8, 2. 4Hz), 
7. 7 0-7. 7 2 (2H, m) , 8. 04 ( 1 H, d, J = 2. 4Hz), 12. 
31 (1H, brs), 12. 99 ( 1 H, brs). 
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093 9 5 : ft^##3 9 5 <D{b&to<DW£ 

(1) 2 -T ^ 7 - 4 - [3, 5-tf* (M)7;Vtn^f;V) 7x^;HfT/ 

3' , 5 ' -If* ( b y ^/V-^-n^^/V) T-fe b7x/y (0. 5 1 g, 2. 0 
mmo 1 ) ©fb7tFP77y (5mL) »^ h U^^Ty^ 

^i>AM)7p; K (7 5 3mg, 2 mmo 1) SrflPx.^ Slttt* 5 R#WH*# bfc 0 

;V(5mL), Wl/7(15 2mg, 2mmol) »i 3 0 #W3#P!?&3t$IE 

_ (n-^^ih>- : g^l|rc^/V= 2 : 1) 7?*t§k n-^fytW^bt, 
««fc-£4fe©*3tefe*&* (5 2 0. lmg, 8 3. 3%) <M#fc 0 

1 H— NMR (CDC1 3 ):5 5. 03 (2H, s), 6. 93 (1H, s), 

7. 7 7 (1H, s), 8. 2 3 ( 2 H, s). 

(2) 5-^nn-2-tKP^-N- {4- [3, 5 -If* (bP7/VtP 

:7ai~/l/] f7^-2-^;» ^yX7> K (^-£^##3 9 5) 
(172. 6mg, 1 mm o 1 h 2-T^/— 4 — [3, 
5 — If* (M)7/Vtn^f/V) 7i=/V]f7/-;V(3 12. 2 m g, 1mm 
o 1)> HSftPy (4 4/iL, 0. 5mmol)^/^nP^ytV (5mL) 

( n .df.f->- : g^|g3i^/v=3 : l->2 : 1) «Ut, *I|S{hl=i^<^jf 

(10 9. 8 m g, 2 3. 5%) <H#fc 0 
'H-NMR (DMSO-d 6 ) : 5 7. 08 (1 H, d, J=8. 7 Hz), 7. 
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53 (1H, dd, J = 9. 0, 3. 0Hz), 7. 94 ( 1 H, d, J = 3. 0 
Hz), 8. 07 (1H, s), 8. 29 ( 1 H, s ), 8. 60 (2H, s), 1 
1 . 7 7 (1 H, s), 12. 2 3 (1 H, s ). 

M3 9 6 : \Y&m^r% 3 9 6 (Dit&m^WkT^. 

WMbl^X, 5-^nnf!Jf;Hl, ^.Xf3 — T 5: 7 t° U i/ls&ffll/^Xffl 1 6 t 
l&m : 2 3 . 2 % 

1 H — NMR (DMSO - d 6 ) : 8 7. 02 (1 H, d, J = 9. 3Hz), 7. 
42 (1H, d d d, J = 9. 0, 4. 8, 0. 6Hz), 7. 47 (1H, dd, 
J = 8. 7, 5. 7Hz), 7. 92 ( 1 H, d, J = 2. 7Hz), 8. 15 (1 
H, ddd, J = 8. 4, 2. 4, 1. 5Hz), 8. 35 ( 1 H, dd, J = 7. 
8, 1. 5Hz), 8. 86 (1H, d, J = 2. 4Hz), 10. 70 ( 1 H, 
s). 

m 3 9 7 : {kl^3#-5§- 3 9 7 (D^^/c^M 

Mitt, 5 -^P niMJ ?vHfc, W2-7^ 7-6 -^n^-try i?^&m 
i&s^ : 1 2 . 3 % 

1 H — NMR (DMSO-d 6 ):6 7. 07 (1 H, d, J = 8. 7Hz), 7. 
42 (1H, d, J=7. 8Hz), 7. 51 ( 1 H, dd, J = 8. 7, 2. 7 
Hz), 7. 82 (1H, t, J = 7. 5Hz), 7. 94 ( 1 H, d, J = 3. 
0Hz), 8. 24 (1H, d, J = 7. 8Hz), 10. 95 ( 1 H, s), 11. 
9 7 (1 H, s ). 

M3 9 8 : <ft^#J## 3 9 8 (D^m^MM 
(1) 2-Tir b=3rV- 5 an-N- (t°y^v ? ^-2 — f/V) ^^XT^ 
K 

MiU, 2-T-fe b^r^- 5-^nn^S^^ XT* 2 -T ^ 7 t° V 

»^ji9 8 o) tmm<Dm^n^\ nm^m^nt^ 
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J&SfS : 1 9 . 7 % 

X H — NMR (CDC 1 3 ) : S 2. 4 2 (3H, s), 7. 19 (1H, d, J 
= 8. 7Hz), 7. 54 (1H, dd, J = 8. 7, 2. 7Hz), 8. 01 (1 
H, d, J = 2. 4Hz), 8. 28 (1H, dd, J = 2. 4, 1. 8Hz), 

8. 42 (1H, d, J = 2. 4Hz), 9. 09 ( 1 H, s), 9. 66 (1H, 

d, J = 1 . 8 Hz). 

(2 ) 5-^Ptpt- 2-fc Kp*^-N- — f^) ^X7^ 
K 3 9 8) 

Mitt, 2-T-t? b^V- 5-^PP-N- (tfU^v^-2 — ( /U) *<ls 
XT5K*IV^2 (2) £|iTO©jftft2&?TV\ fIJg>fb-a^£r#fc 0 
iR^ : 7 2 . 6 % 

X H — NMR (DMSO-d 6 ) : S 7. 09 (1H, d, J = 9. OHz), 7. 
52 (1H, d d, J = 8. 7, 2. 7Hz), 7. 96 ( 1 H, d, J = 2. 7 
Hz), 8. 4 4-8. 4 7 ( 2 H, m) , 9. 49 ( 1 H, s), 10. 99 (1 
H, s), 12. 0 4 (1H, s). 
m 3 9 9 : 3 9 9 (D^t^^XOMM 

JBwoW I6t Elflfc©jfef£«rffv\ ^JBte^2r#fco 

IR^S : 1 0 . 3 % 

X H— NMR (DMSO— d 6 ) : 8 6. 98 (1H, d, J = 8. 8Hz), 7. 
59 (1H, d d, J = 8. 8, 2. 4Hz), 8. 00 ( 1 H, d, J = 2. 8 
Hz), 8. 86 (2H, s), 11. 09 ( 1 H, s), 11. 79 ( 1 H, s). 

M4 0 0 : {b^^#€-4 0 0 <D{k&VtKDWlM 

m&bVX, 2- (5-^n^-2-t Fctdr^y^/V) 7%/-A-y^ 
5/l^7^-5-My» (-fb^##3 9 4), &TJt^n If /KT 5 ^&JB 
V^I2 12 (2) i^i©iMV\ SS^tfeft-^fco 
JR^S : 2 3 . 1 % 
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1 H — NMR (DMS 0-d 6 ):6 0. 82 (3H, t, J = 7. 5Hz), 1. 
39-1. 51 (2H, m), 3. 13 (2H, q, J = 6. 6Hz), 7. 02 
(1H, d, J = 9. 0Hz), 7. 4 0-7. 4 8 (3H, m), 7. 63 (1 
H, dd, J = 8. 7, 2. 7Hz), 7. 6 8 - 7. 7 2 ( 2 H, m), 8. 0 
6 (1H, d, J = 2. 7Hz), 8. 18 (1H, t, J = 5. 7Hz), 11. 
87 (1H, b r s), 12. 14 (1H, brs). 
M4 0 1 : ft;^##4 0 1 (D\Y^m<Dm^. 

JM^-tl^X, at* 2 - p< <f-)\<- 3 , 5 - tf ;* (M)7;V 

iR^S : 15. 0 % 

X H — NMR (DMSO-d 6 ): 5 2. 49 (3H, s), 7. 07 (1H, d, 
J = 8. 7Hz), 7. 52 (1H, dd, J = 8. 7, 2. 8Hz), 7. 84 
(1H, s), 7. 97 (1H, d, J = 2. 8Hz), 8. 60 (1H, s ), 1 
0. 69 (1H, brs), 12. 07 ( 1 H, brs). 
14 0 2 : {t^#/#-^ 4 0 2 <Di\&lfa<DWk 

mPttVX, 5-^nnt!Jf;Vt^ &0*4 - ^ n n - 3 - (bJJ7^tn^f 
/V) T^U V3:J1V^M1 6 fc^Wjftf^Sr^fVV ilft-&fe^#fc 0 
JR^B :66. 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 03 (1 H, d, J = 8. 7 Hz), 7. 
48 (1H, d d, J = 8. 7, 2. 7Hz), 7. 73 ( 1 H, d, J = 8. 7 
Hz), 7. 86 (1H, d, J = 2. 4Hz), 8. 00 ( 1 H, dd, J=8. 
7, 2. 4Hz), 8. 32 ( 1 H, d, J = 2. 4Hz), 10. 69 ( 1 H, 
s), 11. 4 9 (1 H, s). 
M4 0 3 : fb^4fe##4 0 3 <Dft&m<DW& 

JRspi : 3 3 . 4 % 
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1 H— NMR (DMSO-d 6 ): 5 1. 2 4 ( 6 H, d, J = 6. 6 Hz), 2. 
9 7- 3. 0 6 (1H, m), 7. 06 ( 1 H, d, J = 8. 7Hz), 7. 51 
(1H, dd, J = 8. 7, 2. 7Hz), 7. 61 ( 1 H, s), 7. 62 (1 
H, d, J = 7. 5Hz), 7. 98 ( 1 H, d, J = 2. 7Hz), 8. 03 (1 
H, d, J=8. 1Hz), 10. 67 (1H, s), 12. 21 ( 1 H, s). 
M4 0 4 : fb£-«b##4 0 4 ©ft;#4fo©»3£ 

JR^S : 68. 5 % 

1 H — NMR (DMSO-d 6 ): 5 7. 03 (1 H, d, J = 8. 6Hz), 7. 
46-7. 51 (2H, m), 7. 62 ( 1 H, t, J = 7. 9Hz), 7. 90 
(1H, d, J = 3. OHz), 7. 94 ( 1 H, d, J = 9. 2Hz), 8. 2 
1 (1H, s), 10. 64 (1H, s), 11. 58 ( 1 H, brs). 
094 0 5 : fls£-4&##4 0 5 <Dfc&!$0<DMl& 

Mi tt, 5 -^nniMJ^/k^ ^t>*2-c^ bn-4- (hP^A'tii^f 

/v-) r~y y*iv^«i 6 bmm&mt&ft^, mm{t&to&&it 0 

i&m : 1 8 . 7 % 

1 H— NMR (DMSO-d 6 ) : 8 7. 08 (1 H, d, J = 9. OHz), 7. 
54 (1H, dd, J = 8. 7, 2. 7Hz), 7. 94 ( 1 H, d, J = 2. 7 
Hz), 8. 17 (1H, dd, J = 9. 0, 2. 4Hz), 8. 46 ( 1 H, d, 
J = l. 8Hz), 8. 88 (1H, d, J = 9. OHz), 12. 19 ( 1 H, 
s), 12. 2 5 (1 H, s). 
094 0 6 : fc£-4fe##4 0 6 <Dfc&m(D$m 

n^^/v) r~y y^v^Mi 6 tm&<Dmft&ft\,\ nm^m^m^o 

l&m : 2 2 . 1 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 0 7 (1 H, d, J = 8. 7Hz), 7. 
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55 (1H, d d, J = 8. 7, 2. 7Hz), 7. 99 ( 1 H, d, J = 2. 4 
Hz), 8. 10 (2H, s), 10. 62 (1H, s), 11. 88 ( 1 H, s). 
M4 0 7 : {b^##4 0 7 ©-fb^«b©3R3t 

/v) r~y v&m^xmi 6 tm#^^^ev\ ^{b^^#fc 0 

i&spi : 55. 8 % 

1 H — NMR (DMS O — d 6 ) : 6 7. 04 (1 H, d, J = 8. 7Hz), 7. 
49 (1H, d d, J = 8. 7, 2. 7Hz), 7. 80 ( 1 H, d, J = 2. 7 
Hz), 8. 17 (2H, s), 8. 43 ( 1 H, s), 10. 94 (1H, s), 
11. 3 4 (1 H, s). 

M4 0 8 : fl^4fe##4 0 8 <D<fk&m<VWk& 

/v) r^y y^lv^Wi 6 fc|P!«<DSWts&fTV\ aUB-ft:^»*#fco 

I&sjs : 8 1 . 2 % 

1 H — NMR (DMS O- d 6 ) : S 7. 03 (1H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J = 9. 0, 2. 7 Hz), 7. 85-7. 94 (3H, m), 
8. 31 (1H, d, J = l. 8Hz), 10. 67 ( 1 H, s), 11. 48 (1 
H, s). 

014 0-9 : te£*®J#-S- 4 0 9 <Dfc&fy<DW& 

WM t UT, 5-^nnf!)f;H, S.t54-^n^— 2- (bP7;vtP^f 
: 4 1. 8 % 

1 H— NMR (DMSO-d 6 ) : 5 7. 0 7 (1 H, d, J = 8.7Hz), 7. 
52 (1H, dd, J = 9. 0, 2. 7 Hz), 7. 93-7. 97 (3H, m), 
8. 21 (1H, d, J = 9. 3Hz), 10. 81 ( 1 H, s), 12. 28 (1 
H, s). 

^4 10 : fl^«>##4 1 O<Dtt&V0<DM& 
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: 1 7 . 6 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 10 (1H, d, J = 9. 0Hz), 7. 
53 (1H, d d, J = 8. 7, 3. 0Hz), 7. 82 ( 1 H, dd, J = 9. 
0, 1. 8Hz), 7. 98 (1H, d, J = 3. OHz), 8. 11 (1H, d, 
J = l. 5Hz), 8. 67 (1H, d, J = 8. 7Hz), 11. 05 (1H, 
s), 12. 4 0 (1 H, s). 
M4 1 1 : {frg^##4 1 1 <D\Y&m<DW& 

m&h\,X, 5-?nuy-y^-;vm.,%LX$4-7/vjrn-2- (M)7;vtn^ 
iRspi : 3 6 . 0 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 06 (1 H, d, J = 9.0Hz), 7. 
52 (1H, dd, J=8. 7, 2. 7Hz), 7. 63 ( 1 H, td, J = 8. 
7, 3. 3Hz), 7. 71 (1H, dd, J = 8. 7, 3. OHz), 7. 97 
(1H, d, J=2. 7Hz), 8. 11 (1H, dd, J = 8. 7, 5. 1Hz), 
10. 67 (1H, s), 12. 20 (1H, s). 
M 4 1 2 : fc-3^#-S§- 4 12 <0-fb<&-*fo543!t 

Mi tt, it;4-^y7 0 ptvvt^-2- (by 

: 3 9 . 2 % 

1 H— NMR (DMSO-d 6 ): 5 1. 29 (6H, d, J = 5. 7Hz), 4. 
6 7- 4. 7 9 (1 H, m), 7. 04 ( 1 H, d, J = 9. OHz), 7. 22 
(1H, d, J=2. 7Hz), 7. 30 ( 1 H, dd, J = 8. 7, 2. 7Hz), 
7. 51 (1H, dd, J = 8. 7, 2. 4Hz), 7. 86 ( 1 H, d, J = 9. 
OHz), 7. 99 (1H, d, J = 3. OHz), 10. 50 (1H, s), 12. 
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18 (1 H, s ). 

M4 1 3 : flS#«b##4 1 3<Dfc&fa<DW& 
: 1 9 . 0 % 

1 H — NMR (CDC 1 3 ) : d 3. 9 3 ( 3 H, s), 4. 0 3 ( 3 H, s), 6. 
70 (1H, s), 6. 98 (1H, d, J = 8. 9Hz), 7. 39 ( 1 H, d 
d, J = 8. 9, 2. 6Hz), 7. 45 (1H, d, J = 2. 6Hz), 8. 2 
9 (1H, brs,), 8. 54 ( 1 H, s), 11. 92 ( 1 H, s). 
09 4 1 4 : fb^^#^4 1 4 ©-ffc#4fe<05iH£ 

^tLt, Uf/^ RtJ* 2 , 4 - v^/V^n - 5 - (MJ7/V 

: 6 6 . 0 % 

1 H — NMR (DMSO-d 6 ): 8 7. 06 (1 H, d, J = 8. 8Hz), 7. 

51 (1H, d d, J = 8. 8, 2. 8Hz), 7. 82 ( 1 H, t, J = 10. 
7Hz), 7. 94 (1H, d, J = 2. 8Hz), 8. 64 ( 1 H, d, J = 8. 
OHz), 10. 78 (1H, s), 12. 37 ( 1 H, brs). 

M4 1 5 : ik-&m^4 1 5 (D\Yi-&m<DW-& 

l&m : 2 4 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 06 (1 H, d, J = 8. 8Hz), 7. 

52 (1H, dd, J=2. 8, 8. 8Hz), 7. 94 ( 1 H, d, J = 2. 8 
Hz), 8. 17 (1H, dd, J = l. 8, 8. 9Hz), 8. 31 ( 1 H, d, 
J = 2. 1Hz), 8. 63 (1H, d, J = 8. 9Hz), 11. 16 ( 1 H, 
s), 12. 4 5 (1 H, b r . s). 

M4 1 6 : {bl^3#-5§-4 1 6 (OW^m^WM. 
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MPtkVX, 5 -9 n niMJ ^vV®L RX^4 -9 nn - 2 - (4-^nn^>-1f 
^/^^/v) -5- (M)7;vtn^f^) T^U ^Jv^Til 6 t^i© 

43^ : 8 . 5 % 

1 H— NMR (CDC 1 3 ) : 5 6. 98 (1 H, d, J = 8. 9Hz), 7. 1 
3 (1H, d, J = 2. 6Hz), 7. 22 (2H, d, J = 8. 6Hz), 7. 
34 (2H, d, J = 8. 6Hz), 7. 40 ( 1 H, dd, J = 2. 3, 8. 9 
Hz), 7. 66 (1H, s), 8. 71 ( 1 H, s), 8. 80 (1H, s), 1 
1 . 4 2 (1 H, s ). 

M4 1 7 : {^#/#-^-4 1 7 <Dfc&!&)(Dm& 

I^i bt, s-^nntUf-;^ ^5-^nn-2-^hn-4- (by 

^/^n ^ ^-/v) r=- v ^%m^xm i6i iKiii^^^^TV^, *m<fbi^#3<H# 

: 2 2 . 8 % 

X H — NMR (DMSO-d 6 ) : 5 7. 08 (1 H, d, J = 8.8Hz), 7. 
55 (1H, d d, J = 8. 8, 2. 8Hz), 7. 93 ( 1 H, d, J = 2. 8 
Hz), 8. 52 (1H, s), 9. 13 (1H, s), 12. 38 (1H, brs), 
12. 4 5 (1 H, s). 

M4 1 8 : 4 1 8 <Z>{frg*®KE>S!t3£ 

J^iLT^ 5 v niMJ ^vvgfc, 2&T*2 f 3 -S^/V^u - 4 - ( 7;V 
JJX^ : 2 1 . 8 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 07 (1 H, d, J = 8. 8 Hz), 7. 
53 (1H, d d, J = 2. 9, 8. 8Hz), 7. 66 ( 1 H, dt, J = l. 
8, 7. 7Hz), 7. 93 ( 1 H, d, J = 2. 6Hz), 8. 35 ( 1 H, t, 
J = 7. 7Hz), 11. 02 (1H, d, J = l. 5Hz), 12. 32 ( 1 H, 
s). 
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094 1 9 : ft:^4fc##4 1 9 <D{k&%3<DW& 

mm-b IT, 5-^nnf!) ^vHJK 4' ->>T^/-2, 2' - tf* 

: 3 5 . 9 % 

X H-NMR (DMSO-d 6 ) : 6 7. 0 5 (2H, d, J = 8. 8Hz), 7. 
39 (2H, d, J = 8. 5Hz), 7. 49-7. 51 ( 2 H, m), 7. 91 (2 
H, d, J = 2. 5Hz), 7. 99 (2H, dd, J = 2. 0, 8. 5Hz), 
8. 31 (2H, d, J = l. 9Hz), 10. 71 (2H, s), 11. 54 (2 
H, s). 

M4 2 0 : 4 2 0 <Dtt&m<Z>9&& 

WMbl^X, &t)*2, 3, 5, 6-f h97;Vta-4 

- (f!)7^to^f/H T~y y^rlv^l 6 fcHttoJfeffsSrfrV^ 

Jfc^ :42. 5 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 8 (1 H, d, J = 8. 8Hz), 7. 
53 (1H, dd, J = 2. 9, 8. 8Hz), 7. 89 ( 1 H, d, J = 2. 6 
Hz), 10. 65 (1H, br. s), 11. 76 ( 1 H, br. s). 

i4 2 1 : {h-#-#!#-5§-4 2 1 (Dik&M<DW& 

Mi 6 £l?g^ife{£<MTV\ *Hft;^4fe^#*:o 

IR^S : 2 2 . 4 % 

1 H — NMR (DMSO-d 6 ) : 8 2.0 5 (3H, s), 7.0 1 ( 1 H, d, 
J = 8. 7Hz), 7. 2 4- 7. 3 9 ( 3 H, m) , 7. 47 (1H, dd, J 
= 9. 0, 3. OHz), 7. 97 ( 1 H, d, J = 3. OHz), 8. 03 (1 
H, s), 10. 01 (1H, s), 10. 41 (1H, s), 11. 87 ( 1 H, 
s). 
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0H4 2 2 : {^^##4 2 2©ft^©II 

(1) 2 -T-fc h^riX- 5 nn-N- (3 - ^;W^;]/7x^;W) ^>-X 

: 1 5 . 8 % 

1 H — NMR (CDC 1 3 ) : 5 2. 33 (3H, s), 5. 89 (1H, brs), 

6. 31 (1H, brs), 7. 14 (1H, d, J = 9. 0Hz), 7. 42- 

7. 49 (2H, m), 7. 5 5- 7. 5 8 ( 1 H, m) , 7. 80 ( 1 H, d, 
J = 2. 7Hz), 7. 93 (1H, d, J=8. 1Hz), 8. 07 ( 1 H, s), 

8. 71 (1H, s). 

(2) 5-^nn-2-tKn^-N- (3-*/W^;V7i^/V) 
T 5 K iik&m^ 4 2 2) 

^X7^ F^IV^^J2 (2) fcR«G>jftfts<HTV\ SH&ffrg-tt&^fco 
JJX^ : 7 6 . 0 % 

X H-NMR (DMSO-d 6 ) : 5 7. 03 (1 H, d, J = 8.7Hz), 7. 
40 (1H, brs), 7. 45 (1H, t, J = 7. 5Hz), 7. 48 ( 1 H, 
dd, J = 8. 7, 2. 4Hz), 7. 62-7. 65 (1H, m), 7. 86- 
7. 89 (1H, m), 7. 9 8- 7. 9 9 (2H, m) , 8. 15 ( 1 H, t, 
J = l. 8Hz), 10. 51 (1H, s), 11. 85 ( 1 H, s). 
M4 2 3 : {^-^^#-^4 2 3 <£>fc-g^<DffiBfi 

M^tt, f/H, W3-7^/-N-^f/^yX75 K 

SrJSWCMl 6 fc|i«<0tfefe&fTV\ *»fc#«l&#fco 
iRsfa : 1 9 . 3 % 

X H — NMR (DMSO-d 6 ) = 5 2. 79 (3 H, d, J = 4. 5 Hz), 7. 
03 (1H, d, J = 9. OHz), 7. 43-7. 51 ( 2 H, m) , 7. 59 
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(1H, dt, J = 8. 1, 1. 5Hz), 7. 87 ( 1 H, ddd, J = 8. 1, 
2. 1, 0. 9Hz), 7. 99 ( 1 H, d, J = 2. 4Hz), 8. 15 ( 1 H, 
t, J = l. 8Hz), 8. 46 (1H, d, J = 4. 2Hz), 10. 52 (l 
H, s), 11. 8 4 (1H, s). 

$14 2 4 : lb -^^J#-^4 2 4©j^fe©SI 

It, 5-^PPt!)f;>S, iR.tf2, 6-^y^n^7=y^ 

JJX^ : 5 2 . 5 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 14(12 H, s), 2. 96-3. 1 
3 (2H, m), 7. 16 (1H, d, J = 8. 7Hz), 7. 23 ( 1 H, d, 
J = 7. 5Hz), 7. 33 (1H, dd, J = 8. 4, 6. 6Hz), 7. 52 
(1H, dd, J = 8. 7, 2. 4Hz), 8. 11 ( 1 H, d, J=2. 4Hz), 
10. 0 9 (1H, s), 12. 4 0 (1H, s). 
094 2 5 : 4 2 5 

JR^S : 5 8 . 6 % 

1 H — NMR (DMSO-d 6 ):5 2. 29 (3H, s), 7. 01 (1H, d, 
J = 8. 7Hz), 7. 18 (1H, d, J = 8. 1Hz), 7. 47 ( 1 H, d 
d, J = 8. 7, 2. 7Hz), 7. 58 ( 1 H, d, J = 8. 4Hz), 7. 9 
8 (1H, d, J = 2. 7Hz), 10. 35 (1H, s), 11. 94 ( 1 H, 
s). 

M4 2 6 : ffr&^&##4 2 6 <Bfc#4&©$«t 

1 6 tmm<z>Wii¥$:ft^, nmfc&w%mz.o 

jRapS : 5 9 . 6 % 

X H — NMR (DMSO-d 6 ) : 8 2. 1 9 (6H, s), 7. 01 ( 1 H, d, 
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J = 9. 0Hz), 7. 15-7. 16 ( 2 H, m) , 7. 50 ( 1 H, dd, J 
= 9. 0, 2. 7Hz), 8. 07 ( 1 H, d, J = 2. 7Hz), 10. 03 (1 
H, s), 10. 10 (1H, s), 12. 29 ( 1 H, s). 

M4 2 7 : fls£^#*4 2 7 (Dfc&m^mJt 

W&tl^X, 5 u n-?- y ^Jvl^ XT* 3, 4-v^^T—y ^ffiV^TM 
1 6 £|^#<^f^<HTV\ ^JBfb^^«r#fc„ 
: 6 8 . 3 % 

1 H — NMR (DMSO-d 6 ): 6 2. 2 0 (3H, s), 2. 23 (3H, s), 
7. 01 (1H, d, J = 9. OHz), 7. 13 ( 1 H, d, J = 8. 4Hz), 
7. 4 0-7. 4 7 (2H, m) , 7. 47 ( 1 H, dd, J=9. 0, 2. 7H 
z), 7. 99 (1H, d, J = 2. 7Hz), 10. 29 ( 1 H, s), 11. 9 
7 ( 1 H, b r s ). 

M4 2 8 : fb-§-^#-*§-4 2 8 <D^^K£>§£5t 

Ilfi tt, 5-^nnt!)f;* 2 , 4, 6-by^W^!Jy^ 
l&m : 61. 0 % 

1 H — NMR (DMSO-d 6 ) : 8 2. 14 (6H, s), 2. 26 (3H, s), 
6. 95 (2H, s), 7. 00 ( 1 H, d, J = 9. 3Hz), 7. 48 ( 1 H, 
dd, J = 8. 7, 2. 7Hz), 8. 09 ( 1 H, d, J = 2. 4Hz), 10. 
0 3 (1 H, s), 12. 3 7 (1 H, s). 

M4 2 9 : ffr^Hfe##4 2 9 ©-fb^«b©J43fi 

i&sjS : 4 1 . 4 % 

1 H— NMR (CDC 1 3 ) : 5 7. 00 (1 H, d, J = 9. OHz), 7. 0 
9 (1H, d, J = 7. 5Hz), 7. 4 0-7. 4 8 (3H, m), 7. 51 (1 
H, d, J = 2. 4Hz), 7. 64 (1H, s), 7. 94 ( 1 H, s), 11. 
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6 6 (1 H, s). 

M4 3 0 : te-g^#-§-4 3 0 (Dfc-&m<DWk& 
iU^. : 9 3 . 3 % 

1 H — NMR (CDC 1 3 ): 8 4. 08 (2H, s), 6. 56 (1H, d, J 
= 2. 5Hz), 6. 92 (1H, d, J = 8. 8Hz), 7. 2 0-7. 4 6 (9 
H, m), 7. 53 (1H, brs), 7. 85 ( 1 H, d, J = 8. OHz), 1 
2. 01 (1H, brs). 
i4 3 1 : {frg^#-5§-4 3 1 (Dik&m^U^ 

J(X^ :20. 4 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 0 3 (1 H, d, J = 9. 3Hz), 7. 
39 (2H, d, J = 9. OHz), 7. 48 ( 1 H, dd, J = 9. 0, 2. 7 
Hz), 7. 83 (2H, d, J = 9. 3Hz), 7. 92 ( 1 H, d, J = 2. 
7Hz), 10. 54 (1H, s), 11. 78 (1H, s). 
M4 3 2 : ffr^#J#-5§-4 3 2 <£>jg£3t 

1 6 tPm^ft^^MTVV «Hfl^4&&»fco 
l&5fs : 6 0 . 0 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 0 8 (1 H, d, J = 8. 7Hz), 7. 
4 8-7. 5 4 (2H, m) , 7. 75 ( 1 H, d, J = 2. 1Hz), 7. 98 
(1H, d, J = 2. 7Hz), 8. 44 (1H, d, J = 8. 7Hz), 10. 
9 3 (1 H, s ), 12. 3 1 (1 H, s). 

094 3 3 : fl^#J#-^4 3 3 ©flS-&-4fe<0§BB£ 

Mi Lt, 5 - * nnfyf* S.TJU - (tert-^/V) U 
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JJX^R : 69. 0 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 29 (9H, s), 7. 01 (1H, d, 
J = 8. 7Hz), 7. 39 (2H, d , J = 8. 4Hz), 7. 47 ( 1 H, d 
d, J=8. 7, 2. 7Hz), 7. 61 ( 2 H, d, J = 8. 4Hz), 7. 9 
9 (1H, d, J = 2. 4Hz), 10. 37 (1H, s), 11. 96 (1H, 
s). 

M4 3 4 : {fr§^#-^-4 3 4 (Dik&m(DW& 

1 6 fc|S3«©aif^*tfv\ *JHfl2#»*#fco 
iR^ : 7 9 . 5 % 

1 H — NMR (DMSO-d 6 ) : 8 2. 14 (3H, s), 2. 2 9 (3H, s), 
7. 03 (1H, d, J = 9. OHz), 7. 06-7. 15 (2H, m), 7. 
46-7. 51 (2H, m), 8. 05 (1H, d, J = 3. OHz), 10. 3 

2 (1H, s), 12. 2 8 (1H, s). 
M4 3 5 : te"£^#-i§- 4 3 5 

: 8 0 . 7 % 

X H — NMR (DMSO-d 6 ):6 1. 98-2. 08 (2H N m), 2. 81 
-2. 89 (4H, m), 7. 01 ( 1 H, d, J = 8. 8Hz), 7. 21 (1 
H, d, J = 8. 0, Hz), 7. 42 ( 1 H, dd, J = 8. 0, 1. 9Hz), 

7. 48 (1H, dd, J = 8. 8, 2. 8 Hz), 7. 60 (1H, s), 7. 

99 (1H, d, J = 2. 8, Hz), 10. 34 ( 1 H, s), 12. 00 (l 
H, b r s) . 

M4 3 6 : {fr£4fo#-§-4 3 6 (Dfl^^B^t 
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i 6 bmm<D$kfc&ft^\ mm{k&Qo&&ito 

: 3 7 . 1 % 

1 H — NMR (DMSO-d 6 ) : S 2. 23 (3H, s), 2. 28 (3H, s), 
7. 03 (2H, d, J = 8. 7Hz), 7. 10 ( 1 H, s), 7. 49 (1H, 
dd, J = 9. 0, 2. 7Hz), 7. 63 ( 1 H, d, J = 8. 1Hz), 8. 
03 (1H, d, J = 2. 4Hz), 10. 24 (1H, s), 12. 25 ( 1 H, 
s). 

M4 3 7 : {^^#-8-4 3 7 (Di^m^m.^. 

ivTMl 6 £[iW<0tfeffrS:fTl\ «»fl^4&«:»;/to 
J&s^ : 2 1 . 5 % 

'H-NMR (CDC1 3 ): § 1. 36 (6H, d, J = 6. OH z ), 4. 5 
2-4. 64 (1H, m), 6. 75 (1H, ddd, J = 8. 4, 2. 4, 0. 
9Hz), 6. 99 (1H, d, J = 8. 7Hz), 7. 03 ( 1 H, ddd, J 
= 8. 1, 2. 1, 0. 9Hz), 7. 25-7. 31 (3H, m) , 7. 39 (1 
H, dd, J = 8. 7, 2. 4Hz), 7. 49 ( 1 H, d, J = 2. 4Hz), 
7. 8 1 (1 H, s). 

M4 3 8 : ft;-£H&##4 3 8 <£»ffr^<£$g3t 

1 6 tmm(Dm^m\ mm^m^m^ 

: 10.' 3 % 

X H — NMR (DMSO-d 6 ): 5 7. 0 5 ( 1 H, d, J = 8. 7Hz), 7. 
43 (1H, dd, J = 8. 7, 7. 8Hz), 7. 54 ( 1 H, dd, J = 9. 
0, 2. 7Hz), 7. 62 ( 1 H, d, J=8. 1Hz), 8. 05 ( 1 H, d, 
1 = 2. 4Hz), 10. 52 (1H, s), 12. 01 (1H, s). 
M4 3 9 : fl^4fc#-§-4 3 9 <Dfc&tltO<DW£ 
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: 7 6 . 8 % 

1 H — NMR (DMSO-d 6 ) : 5 1. 26 (6H, d, J = 6. 3Hz), 4. 
5 2-4. 6 4 (1H, m), 6. 93 ( 2 H, dt, J = 9. 0, 2. 1Hz), 
7. 46 (1H, dd, J = 9. 0, 2. 7Hz), 7. 58 ( 2 H, dt, J = 
9. 0, 2. 1Hz), 7. 99 ( 1 H, d, J = 3. OHz), 10. 36 (1 
H, s ), 11. 8 3 ( I H, b r s). 
M4 4 0 : 4 4 0 <Dfe&yo<DWk 

mftk Lt, !)f;^ M4-yn : e- 2- (Ml7;vto^h 

J[X^ : 5 9 . 2 % 

1 H — NMR (CDC 1 3 ) : 5 7. 01 (1H, d, J = 9. 3Hz), 7. 4 
2-7. 52 (4H, m), 8. 23 (1H, s), 8. 31 (1H, d, J = 9. 
3Hz), 11. 35 (1H, s). 
0»J4 4 1 : {£-£^#-§-4 4 1 <Dfc&®l<DW& 

m^tl^X, -^f^T= y ^SrfflV^M 1 6 £ 

jftsjs : 7 7 . 6 % 

1 H— NMR (CDC 1 3 ) : 5 0. 89 ( 3 H, t, J = 6. 9 Hz), 1. 2 
7-1. 36 (6H, m), 1. 5 6- 1. 6 4 (2 H, m) , 2. 61 (2H, 
t, J=7. 8Hz), 6. 99 (1H, d, J = 9. OHz), 7. 21 ( 2 H, 
d, J=8. 7Hz), 7. 39 (1H, dd, J = 9. 0, 2. 7Hz), 7. 
4 4- 7. 4 9 (3H, m), 7. 80 (1H, s), 11. 96 ( 1 H, s). 
094 4 2 : {li#^#-*§-4 4 2 <Dfc&tb<DW& 

JWMt It, 5-^nnf!)f/H, ;&t*3 U y^rfflV^Wl 6 £ 
flK^ :88. 3 % 
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1 H — NMR (CDCI3): 8 2. 38 (3H, s), 6. 98 (1H, d, J 
= 8. 8Hz), 7. 03 (1H, d, J = 7. 4Hz), 7. 2 5 - 7. 4 0 (4 

H, m), 7. 48 (1H, d, J = 2. 2 Hz), 7. 83 (1H, brs), 1 

I. 92 (1H, brs). 

094 4 3 : fl*£*4Jb## 4 4 3 ©flS^4fc©3R3t 

Ml 6 £|f3«l<Pjl|f£2:?TV\ aUB-fb-^^Wfco 
l&sp. : 9 0 . 6 % 

1 H — NMR (CDCI3): 5 1. 15-1. 47 (5 H, m) , 1. 56-1. 
87 (5H, m), 2. 40-2. 53 (2H, m) , 7. 01 (1H, d, J = 
8. 8Hz), 7. 21 (2H, d, J = 8. 5Hz), 7. 47 ( 1 H, dd, 
J=8. 8, 2. 7Hz), 7. 60 (2H, d, J = 8. 5H), 8. 00 (1 
H, d, J = 2. 7Hz), 10. 36 (1H, s), 11. 98 (1H, brs). 
14 4 4 : {fr£-^#-5§-4 4 4 cDft^^^it 

gii UT, 5 n nihy ^vHfc, M4-^y^7^!J y^V^t^l 6 

v&m • 9 0 . 3 % 

1 H — NMR (DMSO-d 6 ): 8 3. 93 (2H, s), 7. 01 (1H, d, 
J = 9. 0Hz), 7. 16-7. 32 ( 7 H, m) , 7. 57 ( 1 H, dd, J 
= 9. 0, 2. 7Hz), 7. 61 (2H, d, J=8. 4Hz), 7. 96 (1 
H, d, J = 2. 4Hz), 10. 37 ( 1 H, s). 

^4 4 5 : {b^^#^-4 4 5 GDfl^^S3t 

M£ UT, 5-^nnf!Jf;Hl, M2-7^/-4, 5-v^h=¥>"<> 

b y /V££|V^M 16t |I|;lSl£>||ifl2£:fTV\ tCS^^l£#/cL 0 
J&Spi : 5 2 . 8 % 

1 H— NMR (DMSO-d 6 ) : 5 3.8 1 (3H, s), 3.8 6 (3H, s), 
7. 08 (1H, d, J = 8. 7Hz), 7. 40 ( 1 H, s), 7. 52 ( 1 H, 
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dd, J = 8. 7, 2. 7Hz), 7. 89 (1H, s), 7. 99 (1H, d, 
J = 3. OHz), 10. 93 (1H, s), 12. 31 ( 1 H, s). 

M4 4 6 : 4 4 6 <£»ffc;-^><£>$!Bt 

^^bT, 5-^nntUf;H, &.T> 6 -T ^ 7 - 1 , 4 

: 7 9 . 7 % 

1 H — NMR (DMSO-d 6 ) : 8 4. 2 5 (4H, s), 6 . 8 6 (1 H, d, 
J = 8. 8Hz), 7. 00 (1H, d, J=8. 8Hz), 7. 12 ( 1 H, d 
d, J = 8. 8, 2. 5Hz), 7. 33 (1H, d, J = 2. 5Hz), 7. 4 
6 (1H, dd, J = 8. 8, 2. 5Hz), 7. 97 (1H, d, J = 2. 5H 
z), 10. 27 (1H, s), 11. 96 (1H, s). 
M4 4 7 : {bl^?#-^4 4 7 ©-ffc^G>5SBS 

: 7 6 . 1 % 

1 H — NMR (DMSO-d 6 ): § 1. 35 (6H, d, J = 6. OHz), 4. 
5 8-4. 6 6 (1 H, m), 7. 07 ( 1 H, d, J = 9. OHz), 7. 51 
(1H, dd, J = 8. 7, 3. OHz), 7. 68 (1H, s), 7. 98 (1 
H, d, J = 3. OHz), 8. 35 (1H, s), 10. 94 ( 1 H, s), 12. 
3 4 (1 H, s ). 

i4 4 8 : -ffr£^#-5§-4 4 8 ©ft^©Iit 

^itt, 5-^nnf!Jf;^ XtM -T 5; 7 - 2 - ^ n n^O-;/ — MJ 
: 57. 9 % 

1 H — NMR (DMSO-d 6 ): 5 7. 0 4 ( 1 H, d, J = 9. OHz), 7. 
48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 78 ( 1 H, d, J = 2. 7 
Hz), 7. 82 (1H, dd, J = 9. 0, 2. 1Hz), 7. 97 ( 1 H, d, 
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J = 8. 7Hz), 8. 19 (1H, d, J = 2. 1Hz), 10. 79 ( 1 H, 
s), 11. 3 8 (1H, s). 

m 4 4 9 : -fbl^#J#-5§- 4 4 9 <Dft&lfa<DW& 

: 5 0 . 6 % 

1 H — NMR (DMSO-d 6 ) : S 7. 03 (1H, d, J = 8. 7 Hz), 7. 
48 (1H, dd, J=8. 7, 2. 7Hz), 7. 60 ( 1 H, dd, J = 9. 
0, 1. 5Hz), 7. 76 (1H, dd, J = 9. 0, 2. 4Hz), 7. 85 
(1H, d, J = 3. OHz), 8. 13 (1H, d, J = 2. 4Hz), 10. 
6 1 (1 H, s), 11. 5 1 (1 H, s). 
14 5 0 : 4 5 0 ©{^^©SSaS 

Mitt, 5-^nn-tf-y^/i^ W4-7U-3-^f;^^MJ 
: 8 0 . 6 % 

1 H — NMR (DMSO-d 6 ): 5 2. 3 6 (3 H, s), 7. 06 (1H, d, 
J = 8. 7Hz), 7. 49 (1H, dd, J = 8. 7, 2. 4Hz), 7. 71 

(1H, dd, J = 8. 4, 1. 8Hz), 7. 77 ( 1 H, s), 7. 95 (1 
H, d, J = 3. OHz), 8. 40 (1H, d, J = 8. 4Hz), 10. 76 

(1 H, s ), 12. 3 1 (1 H, b r s ). 
M4 5 1 : fc#*b##4 5 1 <Dtt&®<DW& 

1 6 fcPJfi6©Jfef^SrffV\ ««^»Sr#fe. 
iR^S. : 3 7 . 1 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 08 (1 H, d, J = 9. OHz), 7. 
4 0-7. 4 8 (2H, m), 7. 52 (1H, dd, J = 9. 0, 2. 7Hz), 
7. 98 (1H, d, J = 2. 7Hz), 8. 40 (1H, dd, J = 7. 2, 2. 
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4Hz), 11. 00 (1H, s), 12. 32 ( 1 H, s). 

M4 5 2 : -fc^#5#-5§-4 5 2 tfHfr^GD®^ 

: 67. 3 % 

1 H— NMR (DMSO-d 6 ) : 6 7. 08 (1 H, d, J = 8. 7Hz), 7. 
20 (1H, t d, J = 8. 1, 1. 8Hz), 7. 40 ( 1 H, td, J = 8. 
4, 1. 8Hz), 7. 52 (1H, dd, J = 8. 7, 2. 7Hz), 7. 57 
(1H, dd, J = 8. 4, 1. 8Hz), 8. 00 ( 1 H, d, J = 2. 7Hz), 
8. 40 (1H, d d, J = 8. 4, 1. 8Hz), 10. 89 ( 1 H, s), 1 
2. 2 7 (1 H, s ). 

M4 5 3 : fb^#?##4 5 3 ©{t^$3<D®Bfe 
J&SfS : 2 1 . 6 % 

1 H— NMR (CDC1 3 ): § 1. 23 (6H, d, J = 6. 9H z), 2. 3 
6 (3H, s), 3. 12 (1H, m), 6. 89 (1H, d, J = 9. OHz), 
7. 15-7. 40 (5H, m), 7. 48 ( 1 H, d, J = 2. 1Hz), 7. 
8 3 ( 1 H, b r s ) . 

$|4 5 4 : {fr^<&##4 5 4©Mll©lI 

Jj^i bt, Xt^2-T^y-5- [(1, l-v^^fvV) 

JR^S : 2 4 . 9 % 

1 H— NMR (CDCI3) : § 0. 69 (3H, t, J = 7. 5 Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, J = 7. 5Hz), 6. 98 ( 1 H, d, 
J = 8. 7Hz), 7. 01 (1H, d, J = 9. OHz), 7. 06 (1H, s), 
7. 15 (1H, dd, =8. 4, 2. 4Hz), 7. 35 ( 1 H, d, J=2. 
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1Hz), 7. 42 (IH, dd, J = 8. 7, 2. 4Hz), 7. 56 ( 1 H, 
d, J = 2. 4Hz), 8. 26 (1H, s), 11. 44 ( 1 H, s). 

M4 5 5 : {bl^3#-S§-4 5 5 (Di^m^M^ 

WMblsX^ 5 n n-^y W 2 - ^ f^T = y y^rffiv^^ 1 6 t 

: 6 4 . 7 % 

X H — NMR (DMSO-d 6 ) :6 2. 2 8 (3 H, s), 7. 05 (1H, d, 
J = 8. 7Hz), 7. 13 (1H, t d, J = 7. 5, 1. 5Hz), 7. 22 

-7. 30 (2H, m), 7. 50 (1H, dd, J = 9. 0, 2. 7Hz), 7. 
83 (1H, d, J = 7. 8Hz), 8. 03 ( 1 H, d, J = 3. OHz), 1 
0. 3 2 (1 H, s), 12. 2 2 (1 H, s). 

14 5 6 : {fr£4fo##4 5 6 ©fc#4fo©2R3£ 

MiU, 5 n n-f-y f/vi, W4-7 r f;V7=!J ylriV^Ml 6 i: 
IR^B :82. 1 % 

X H — NMR (DMSO-d 6 ) : 8 0. 90 (3 H, t, J = 7. 2Hz), 1. 
2 4- 1. 3 6 (2H, m), 1. 5 0- 1. 6 0 (2H, m), 2. 56 (2H, 
t, J = 7. 2Hz), 7. 01 (1H, d, J = 8. 7Hz), 7. 19 (2H, 
d, J = 8. 7Hz), 7. 47 (1H, dd, J = 8. 7, 2. 4Hz), 7. 
59 (2H, d, J = 8. 4Hz), 7. 98 ( 1 H, d, J = 2. 7Hz), 1 
0. 36 (1H, s), 11. 94 (1H, s). 
#14 5 7: fl^4fc#-§-4 5 7 ©<ffc£-4fe©J43£ 

Hlftbt, 5-^pnf!)f;H, ^.152 -T5 / - 6 n n-^y*^ b y 
: 1 2 . 7 % 

1 H — NMR (DMSO-d 6 ) =5 7. 09 (1 H, d, J = 8. 7Hz), 7. 
52 (1H, d, J = 8. 1Hz), 7. 53 ( 1 H, dd, J = 9. 0, 3. 0 
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Hz), 7. 76 (1H, t, J = 8. 7Hz), 7. 95 ( 1 H, d, J = 3. 
0Hz), 8. 34 (1H, d, J = 8. 4Hz), 11. 17 ( 1 H, s), 12. 
3 9 ( 1 H, s ). 

M4 5 8 : fl^^3#-S§-4 5 8 (Dty^m^Wk 

Mi LT, 5 -9 n ni?-y ^vvgfc, M2-7^;-5-^f;l/^^b!J 
: 9 . 0 % 

1 H — NMR (CDC 1 3 ) : 8 2. 48 (3H, s), 7. 01 (1H, d, J 
= 9. 0Hz), 7. 10 (1H, dd, J = 8. 0, 0. 9Hz), 7. 44 (l 
H, d, J = 9. 0, 2. 4Hz), 7. 56 ( 1 H, d, J=8. 1Hz), 7. 
62 (1H, d, J = 2. 4Hz), 8. 22 ( 1 H, s), 8. 54 ( 1 H, b 
rs), 11. 25 (1H, brs). 
094 5 9 : 4 5 9 <Dtt&tfa<Dm& 

Mi 6 «®fb£-*&«r#;/fc. 

J&s^ =26. 8 % 

1 H — NMR (DM SO - d 6 ) : 8 5. 11 (2H, s), 6. 99-7. 05 

(3H, m), 7. 3 3 - 7. 4 9 (6H, m), 7. 60 (2H, d, J = 9. 
0Hz), 7. 99 (1H, d, J = 2. 7Hz), 10. 33 ( 1 H, s), 12. 
0 2 ( 1 H, s ). 

FN 6 0 : {fc-a^#-5§-4 6 0<Dfc&m<DW& 

✓ [l, 3] ^t^y-z^iv^ji 6 R«©tftf^Srff v\ «»ffe;#4&«:# 

HZ* : 6 6 . 9 % 

1 H— NMR (DMSO-d 6 ) : 8 7. 05 (1 H, d, J = 8. 8Hz), 7. 
31-7. 32 (2H, m), 7. 51 (1H, dd, J = 8. 8, 2. 8Hz), 
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7. 70 (1H, dd, J = 5. 6, 3. 8Hz), 7. 96 ( 1 H, d, J = 2. 
8Hz), 10. 59 (1H, s), 12. 05 (1H, brs). 

M4 6 1 : ^m^4 6 1 (D\Y&m(Dm;ik 

JWMtVX, y^;^.^5-75y-2, 2, 3, 3-rf7 

^/i^n- 2, Kn^^y [1, 4 ] ^aMri^SrJEV^Tfll 1 6 t IhUH 

: 6 7. 9 % 

1 H — NMR (CDC1 3 ): S 6. 99-7. 03 (2H, m), 7. 21-7. 
27 (2H, m), 7. 45 (1H, dd, J = 8. 9, 2. 5Hz), 7. 52 
(1H, d, J=2. 5Hz), 8. 13 (1H, s), 11. 44 (1H, s). 

M4 6 2 : ^-8-%#-5§-4 6 2 (TMb^TOi^ 

JHCf^ bT, 5 - ^ a n iMJ <3vH&. RXI3 n n-4 - (h!)7/^n^f 
: 5 2 . 3 % 

1 H — NMR (DMSO-d 6 ) = 8 7. 0 3 (1 H, d, J = 8. 8Hz), 7. 
47 (1H, d d, J = 2. 9, 8. 8Hz), 7. 80 (1H, dd, J = 2. 

6, 8. 8Hz), 7. 82 ( 1 H, d, J = 2. 6Hz), 7. 88 (1H, d, 
J = 8. 8Hz), 8. 20 (1H, d, J = 2 . 2Hz), 10. 70 (1H, 
s), 11. 43 (1H, s). 

M4 6 3 : fl^#5#-*§-4 6 3 (D^^^}(Dm^ 

)&mb Lt, 5 - ^ n n f-y W2-^hn-4- b 

dr^) 7=r/^fflV^Jl 6tlHi©i^tTV\ ^«^##J^T#fc 0 
i&s^ : 6 8 . 4 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 07 (1 H, d, J = 8. 8Hz), 7. 
52 (1H, d d, J = 2. 6, 8. 8Hz), 7. 8 5-7. 8 9 (1 H, m) , 

7. 93 (1H, d, J = 2. 6Hz), 8. 17 ( 1 H, d, J = 2. 9Hz), 
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8. 67 (1H, d, J = 9. 5Hz), 11. 92 ( 1 H, s), 12. 14 (l 
H, s ). 

094 6 4 : ^-^##4 6 4 <Dfc&Vll<DW!k 

m&bVX, ^5-7^-2, 2-v^/l^n-^ 

y [1, 3] ^tf-^y — /^V^ll 6 fc|SI#©Jftf^SrfTV\ «®fb-a-0&«r# 

: 7 5 . 8 % 

1 H — NMR (DMSO-d 6 ): 6 7. 02 (1H, d, J = 8. 8Hz), 7. 
4 2- 7. 4 3 (2H, m) , 7. 48 ( 1 H, dd, J = 8. 8, 2. 5Hz), 
7. 90 (1H, d, J = 2. 5Hz), 10. 54 ( 1 H, s), 11. 69 (1 
H, s ). 

M4 6 5 : ^-^#J#-^4 6 5 (Dfc&m<DMM 

WMtVX, 5-y nnfUf^i, ^3 -<y^7 = U V ^V>ti 1 6 
itX^ : 6 6 . 4 % 

'H-NMR (CDC1 3 ):6 3. 99 (2 H, s), 6. 97 (1H, d, J 
= 9. 1Hz), 7. 06 (1H, d, J = 7. 4Hz), 7. 18-7. 48 (8 
H, m), 7. 37 (1H, dd, J = 9. 1, 2. 5Hz), 7. 45 (1H, 
d, J = 2. 5Hz), 7. 80 (1H, brs), 11. 88 (1H, s). 

M4 6 6 : ^^#-^-4 6 6 <D>ftl^3®M3fi 

i&ifi : 4 0 . 9 % 

X H — NMR (DMSO-d 6 ): 5 2. 3 3 (3 H, s), 7. 05 (1H, d, 
J = 8. 8Hz), 7. 25 (1H, dd, J = l. 8, 8. 8Hz), 7. 33 
(1H, d, J = l. 8Hz), 7. 49 (1H, dd, J = 2. 9, 8. 8Hz), 
7. 97-8. 00 (2H, m), 10. 37 (1H, s), 12. 15 ( 1 H, s). 
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M4 6 7 : ^%#^-4 6 7 (D (DMi& 

WMtVX, 5 nu-^V ^/^m, RXf2, 3, 5 - MJ 7/Vtn7 - V 
: 5 4 . 2 % 

1 H-NMR (DMSO-d 6 ) : 8 7. 06 (1 H, d, J = 8. 8 Hz), 7. 
2 8-7. 3 7 (1H, m), 7. 51 (1H, dd, J = 2. 6, 8. 8Hz), 
7. 92 (1H, d, J = 2. 6Hz), 7. 9 8-8. 0 4 (1H, m) , 10. 
93 (1H, s), 12. 27 (1H, br. s) 

M4 6 8 : ^-£-^#-§-4 6 8 (Di^m<DM^ 

- 5 SrJ^TM 16 t PJ«©tftf^Srff V\ ^«^-a*^«r#feo 
flZ^ : 4 5 . 1 % 



1 H-NMR (CDC 1 3 ) : S 3. 74-3. 77 (8H, m), 3. 90-3. 
92 (4H, m), 4. 10-4. 15 (4H, m), 6. 83 (1H, d, J = 8. 

5 H z ), 6. 96-6. 99 ( 2 H, m) , 7. 24 (1H, d, J = 2. 5 H z), 
7. 36 (1H, dd, J = 2. 5, 8. 8Hz), 7. 53 ( 1 H, s), 8. 

06 (1H, br. s), 11. 92 ( 1 H, s). 
M4 6 9 : >fb##J#-*§-4 6 9 ©ffrg-4&©$436 

I&a$< : 4 5 . 1 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 0 5 ( 1 H, d, J = 8. 8Hz), 7. 
4 3-7. 5 3 (2H, m) , 7. 64-7. 71 (1H, m), 7. 94 (1H, 
d, J = l. 5Hz), 8. 20 (1H, dd, J = 8. 4, 8. 8Hz), 10. 
70 (1H, s ), 12. 16 (1H, s). 

^4 7 0 : fl^*&##4 7 0 ©fb£-«J©«5£ 

JE^^bT, S.'0 J 2 > 4-tf* (^^^/^— AO T 
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w.^ : 7 . 2 % 

1 H — NMR (CDC 1 3 ) : S 3. 13 (3H, s), 3. 21 (3H, s), 
7. 04 (1H, d, J = 8. 9Hz), 7. 48 ( 1 H, dd, J = 2. 2, 8. 
9Hz), 7. 62 (1H, d, J = 2. 2Hz), 8. 24 ( 1 H, dd, J = 
2. 4, 9. OHz), 8. 56 ( 1 H, d, J=2. 4Hz), 8. 91 (1H, 
d, J = 8. 9Hz), 10. 96 (1H, s), 11. 57 ( 1 H, s). 
094 7 1 : <ffc-£^#-^4 7 1 <D\Y&m<OW& 

^v^lfe ( 8 7 m g , 0 . 5 mm o 1 ) N 2 , (3-7^7 
-4 - ^Wx=/V) - 1 , 1, 1, 3, 3, 2,-^^7 }Vi>rn -fxi^l/ {?> 
6 3mg, lmmo 1 h f (4 4 n L, 0. 5mmo 1), Wl^n^ (4 

mL) <D?B^^4 0#r»^M^bfc o S^B^^rM^-e^m, i/V*f* 
;^7A^n-7 h^77^ (n-— ^i^^:St^^=5 : 1) tillt, 
M-fb^O^fe (I6mg, 4. 9%) &#fc 0 (fiWi5 2 9,ft^W 
^■5 2 9 <D\Y,^m^\^Mh LT#fc 0 ) 

1 H — NMR (DMSO-d 6 ) : S 2. 34 (6H, s), 7. 04 (4H, d, 
J = 8. 8Hz), 7. 39 (2H, d, J = 8. 4Hz), 7. 48 (2H, d 
d, J = 2. 9, 8. 8Hz), 7. 96 ( 2 H, d, J = 2. 9Hz), 8. 1 
9 (2H, s), 10. 44 (2H, s), 12. 17 ( 2 H, s). 

M4 7 2 : ^-^^#-^-4 7 2 (Dfc&$}<DMM 

WMbVX, ^6-7^-2, 2, 3, 3-ff7 

[1, 4] ^^^^i^t^Jl 6 tmW: 

I» : 1 0 . 1 % 

X H — NMR (DMSO-d 6 ) : S 7. 03 (1 H, d, J = 8. 8Hz), 7. 
48 (1H, dd, J = 9. 0, 2. 7Hz), 7. 50 ( 1 H, d, J = 9. 0 
Hz), 7. 59 (1H, dd, J = 8. 8, 2. 2Hz), 7. 86 ( 1 H, d, 
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J = 2. 7Hz), 7. 92 (1H, d, J = 2. 2Hz), 10. 59 (1H, 
s), 11. 5 5 (1 H, s). 

i4 7 3 : fb-^#)#^-4 7 3 <D^-^<D$!Bt 

Mitt, 5-^nnf!)« I02-75/-5-^nP^/y7x; 
)&m =27. 6 % 

1 H — NMR (DMSO-d 6 ):S 6. 96 (1H, d, J = 8. 7Hz), 7. 
43 (1H, dd, J=8. 7, 3. 0Hz), 7. 4 9-7. 5 6 ( 3 H, m), 
7. 6 4- 7. 7 5 (5H, m), 8. 21 ( 1 H, d, J = 9. 3Hz), 11. 
21 (1H, s), 11. 83 (1H, s). 

M4 7 4 : <b-^#;#^-4 7 4 tfMfr^<D§Jjt 

^4i:LT, pf^E Rt)t2-^n*-4-7;Vtn7=!J , /S: 

JRf : 7 7 . 1 % 

X H — NMR (DMSO-d 6 ) : S 7. 07 (1 H, d, J = 9. 0Hz), 7. 
31-7. 38 (1H, m), 7. 51 (1H, dd, J = 9. O, 3. 0Hz), 
7. 72 (1H, d, J = 8. 1, 3. 0Hz), 8. 00 (1H, d, J = 3, 
OHz), 8. 23 (1H, dd, J = 9. 3, 5. 4Hz), 10. 70 ( 1 H, 
s), 12. 2 4 (1 H,' s ). 
M4 7 5 : -fb-B^#-S§-4 7 5 <D{b-£^<D§«t 

mi 6 hwm<owfe*ft^ mm^m^nt^o 

I^sp :74. 8 % 

1 H — NMR (DMS 0-d 6 ):6 0. 88 (3H, t, J = 6. 6Hz), 1. 
28-1. 46 (6H, m), 2. 49-2. 52 (2H, m), 3. 95 (2H, 
t, J = 6. 6Hz), 6. 91-6. 96 (2H, m) , 7. 00 ( 1 H, d, 
J = 8. 8Hz), 7. 46 (1H, dd, J = 8. 8, 2. 9Hz), 7. 55 
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-7. 61 (2H, m), 8. 00 (1H, d, J = 2. 9Hz), 10. 31 (1 
H, s), 12. 0 3 (1H, s). 

M4 7 6 : ^^#^"4 7 6 cZMbl3^<D§SBfi 

M-tb-T, 5 n oty ^/VSK RT$2, 2-fcT* (3 -7^ / y^=-;V) 
-1, 1, 1, 3, 3, 3 jV^rn-fxi^ly^m^Xmi 6 hWvk(DW 

I&ip : 6 4 . 5 % 

1 H — NMR (DMSO - d 6 ) : S 6. 99 (2H, d, J = 8. 8Hz), 7. 
11 (2H, d, J = 8. 0Hz), 7. 45 ( 2 H, dd, J = 8. 8, 2. 6 
Hz), 7. 50 (2H, t, J = 8. 4Hz), 7. 86 (2H, d, J = 2, 
6Hz), 7. 88-7. 91 (4H, m) , 10. 53 ( 2 H, s), 11. 56 
(2H, s). 
M4 7 7 : ^-^W-^-4 7 7 (D^^XD^jt 

Mi:LT, 5 n nlMJ Rt^2, 4, 5 - M)^nn7^!Jy|ffl 

i&jp : 3 8 . 9 % 

1 H — NMR (CDC 1 3 ): 5 7. 0 2 (1 H, d, J = 8. 6Hz), 7. 4 
6 (1H, d, J = 8. 6Hz), 7. 49 ( 1 H, s), 7. 57 ( 1 H, s), 
8. 41 (1H, br. s), 8. 63 ( 1 H, s), 11. 42 (1H, s). 

M4 7 8 : fl^#/#^4 7 8 (D^-^m^W^. 

1 6 *JfM^1^£#fco 
I&lp : 5 5 . 3 % 

X H — NMR (DMSO— d 6 ) : 8 1. 22 (6H, d, 6. 9Hz), 2. 7 
6-2. 94 (1H, m), 7. 01 (1H, d, J = 8..6Hz), 7. 04 (l 
H, d, J = 7. 9Hz), 7. 29 ( 1 H, t, J = 7. 9Hz), 7. 47 (1 
H, dd, J = 8. 6, 2. 6Hz), 7. 54 (1H, d, J = 7. 9Hz), 
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7. 57 (1H, s), 7. 98 ( 1 H, d, J = 2. 6Hz), 10. 37 (1 
H, s), 11. 9 0 (1 H, b r s ). 

M4 7 9 : >ffrg-J&## 4 7 9 <DV^t^3<OW& 

1 6 fcP!«©Jfttfs«:fTV\ ««^**#*:o 
j&sp : 4 5 . 6 % 

1 H — NMR (DMSO-d 6 ):6 7. 03 (1H, d, J = 8. 6 Hz), 7. 

47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 83 ( 1 H, d, J = 2. 6 
Hz), 7. 84 (2H, d, J = 8. 9Hz), 7. 92 (2H, d, J = 8. 
9Hz), 10. 71 (1H, s), 11. 59 ( 1 H, brs). 

M4 8 0 : ^^##4 8 0 <£»fb#^<£>§^ 

1 6 £TO»m#3HTV\ ^@^^Sr#feo 
J&ap : 9 7 . 1 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 03 (1 H, d, J = 8. 7Hz), 7. 

48 (1H, dd, J = 9 . 0, 2. 7Hz), 7. 5 6- 7. 6 3 (2H, m) , 
7. 88 (1H, d, J = 2. 7Hz), 7. 9 5 -8. 0 2 ( 1 H, m) , 8. 
20-8. 21 (1H, m), 10. 62 (1H, s), 11. 57 (1H, s). 

m 4 8 i : 4t&m^-%-4 8 i <Dik&m(DUi& 

Ml 6 PI«©«f^*frV\ «»ffc#»5r#/5: 0 
it^^ : 7 3 . 3 % 

1 H — NMR (DMSO-d 6 ) : 8 3. 75 (3 H, s), 3. 76 (3H, s), 

6. 95 (1H, d, J = 8. 7Hz), 7. 01 ( 1 H, d, J = 9. OHz), 

7. 24 (1H, dd, J = 8. 7, 2. 7Hz), 7. 38 ( 1 H, d, J = 2. 
1Hz), 7. 47 (1H, dd, J = 8. 7, 2. 7Hz), 8. 00 ( 1 H, 
d, J = 2. 4Hz), 10. 30 (1H, s), 12. 01 ( 1 H, s). 
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094 8 2 : ffrS^#-J§-4 8 2 <D4k&Qtl<DW& 
: 6 6 . 1 % 

1 H — NMR (DMSO-d 6 ) : 8 1. 19 (3 H, t,J=7.5Hz), 3. 
64 (2H, s), 4. 08 (2H, q, J=7. 2Hz), 7. 01 ( 1 H, d, 
J = 8. 7Hz), 7. 26 (2H, d, J = 8. 7Hz), 7. 47 ( 1 H, d 
d> J = 8 . 7, 3. 0Hz), 7. 64 ( 1 H, d, J = 8 . 4Hz), 7. 9 
6 (1H, d, J = 2. 4Hz), 10. 40 (1H, s), 11. 87 (1H, 
s). 

094 8 3 : ^b##)#-^4 8 3 (Dfc&SfaCDW^. 

m&b LT, 5 u P-tf-yfvMSK 31T*3 - [( bp 7/^n^^/v) ^;vy r 
: 6 7 . 1 % 

1 H — NMR (CDC 1 3 ) : S 7. 01 (1H, d, J = 8. 9 Hz), 7. 4 

2 (1H, dd, J = 8. 9, 2. 3Hz), 7. 4 7- 7. 5 3 (2H, m) , 
7. 51 (1H, d, J = 2. 3Hz), 7. 76 ( 1 H, dt, J = 7. 6Hz, 
2. OHz), 7. 88 (1H, brs), 7. 92 ( 1 H, s), 11. 64 (1 
H, s). 

094 8 4 : {b-a^#-*§-4 8 A<D\Y&Sfo<DWk 
: 6 3 . 2 % 

1 H— NMR (CDC 1 3 ) = 5 7. 01 (1H, d, J = 8. 9Hz), 7. 4 

3 (1H, dd, J = 8. 9, 2. 3Hz), 7. 50 (1H, d, J = 2. 3H 
z), 7. 70 (4H, s), 7. 90 ( 1 H, brs), 11. 60 (1H, s). 

094 8 5 : -fb^lb##4 8 5 ©ffcl-&-4fe©2R36 
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: 3 8 . 7 % 

1 H-NMR (DMSO-d 6 ) : 5 7. 0 4 (1H, d, J = 8. 6Hz), 7. 
49 (1H, dd, J = 8. 6, 2. 6Hz), 7. 80 ( 1 H, d, J = 2. 6 
Hz), 8. 12 (2H, d, J = 9. 4Hz), 8. 17 (2H, d, J = 9. 
4Hz), 8. 16 (1H, s), 10. 95 ( 1 H, s), 11. 37 ( 1 H, b 
r s). 

M4 8 6 : ffc-£H&J##4 8 6 <D\Y&*k<DW& 

Ml 6 tn&<D9kft&ftit\ ««^*Sr#/t 0 
j&Sp :75. 4 % 

1 H-NMR (DMSO-d 6 ) : 8 7. 02 (1 H, d, J = 8. 9 Hz), 7. 
39-7. 51 (3H, m), 7. 8 5-7. 9 3 ( 2 H, m), 10. 51, (1H, 
s), 11. 6 0 (1 H, s). 

094 8 7 : fb-&#J#-J§-4 8 7 <Dfc&lfo<DWk 

WMbLsX^ ^ 3 -xf =/P7^ P ^ ^1 V>tM 1 6 

JR^ : 3 5 . 8 % 

1 H-NMR (DMSO - d 6 ) : 8 4. 2 2 (1H, s), 7. 02 (1H, d, 
J = 8. 6Hz), 7. 25 (1H, d, 1 = 7. 6Hz), 7. 39 ( 1 H, t, 
J = 7. 6Hz), 7. 47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 70 
(1H, d, J = 7. 6Hz), 7. 89 ( 1 H, s), 7. 91 (1H, d, J 
= 2. 6Hz), 10. 46 (1H, s), 11. 69 (1H, brs). 
M4 8 8 : fl^4fo##4 8 8 <Dtt&mv>W& 
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jfc^S : 4 0 . 1 % 

1 H — NMR (DMS O— d 6 ) ' 8 0. 77 (3H, t, 7. 4Hz), 1. 1 
9 (3H, d, 6. 9Hz), 1. 50-1. 61 (2H, m), 2. 52-2. 
62 (1H, m), 7. 01 (1H, d, J = 8. 9Hz), 7. 20 (2H, d, 
J = 8. 6Hz), 7. 47 (1H, dd, J = 8. 9, 2. 6Hz), 7. 60 
(2H, d, J = 8. 6Hz), 7. 98 ( 1 H, d, J = 2. 6Hz), 10. 
36 (1H, s), 11. 94 (1H, brs). 
M4 8 9 : ^-£^#-^4 8 9 <Dfc&%)<DW& 

i&sp; : 7 5 . 7 % 

1 H — NMR (CDC1 3 ): 5 6. 98 (2H, t, J = 9. 2 Hz), 7. 3 
8-7. 44 (2H, m), 7. 47 ( 1 H, d, J = 2. 6Hz), 7. 66 (1 
H, d, J = 2. 6Hz), 7. 73 (1H, br. s), 11. 81 ( 1 H, s). 

M4 9 0 : te-£fe#-!§-4 9 0 ©-fb#to©S43fi 

1 6 ^©Jfef^SrfTVV ««^*Sr#^o 
I&lfi :34. 3 % 

X H — NMR (DMSO-d 6 ) : 6 7. 0 2 (1 H, d, J = 8.6Hz), 7. 
48 (1H, dd, J = 9. 1, 2. 6Hz), 7. 5 2- 7. 6 2 (4H, m) , 
7. 6 8- 7. 7 9 (3H, m), 7. 93 (1H, d, J = 2. 6Hz), 8. 

02 (1H, d, J = 7. 9Hz), 8. 16 ( 1 H, s), 10. 60 (1H, 
s), 11. 68 (1H, brs). 

M4 9 1 : ffr£^ft##4 9 1 (Dfc-&Vo<DW& 

WMt LT. 5 - ^ n tr f-U ?vHfe % &tf3 h^i'T—U ^SrfflV^TM 1 6 
: 2 3 . 5 % 
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X H-NMR (DMS O- d 6 ) : 8 3. 7 6 ( 3 H, s), 6. 69-6. 75 
(1H, m), 7. 01 (1H, d, J = 8. 6Hz), 7. 2 5-7. 2 8 (2 
H, m), 7. 39 (1H, s), 7. 47 (1H, dd, J = 8. 6, 2. 6H 
z), 7. 94 (1H, d, J = 2. 6Hz), 10. 39 ( 1 H, s), 11. 8 
1 (1H, b r s). 

0J4 9 2 : -ffe:^4b##4 9 2 <D4k&QlKDW£ 

Ml 6 fcH«©ifefts;MTV\ ^®ffr^£r#fc 0 

iDt^P : 3 6 . 2 % 

1 H — NMR (DMSO-d 6 ) : 8 2.50 (3H, s), 7. 01 (1H, d, 
J = 8. 6Hz), 7. 47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 57 
(2H, d, J=9. 1Hz), 7. 61 (2H, d, J = 9. 1Hz), 7. 9 

8 (1H, d, J = 2. 6Hz), 9. 95 (1H, s), 10. 38 ( 1 H, s), 
11. 99 (1H, brs). 

M4 9 3 : fl2-^*b##4 9 3 C0{b^^©Mit 

U^- : 2 5 . 7 % 

1 H — NMR (DMSO-d 6 ) : S 7 . 0 3 ( 1 H, d, J = 8.9Hz), 7. 
31 (2H, s), 7. 47 (1H, dd, J = 8. 9, 2. 3Hz), 7. 81 
(2H, d, J=8. 9Hz), 7. 89 (2H, d, J = 8. 9Hz), 7. 8 

9 (1H, d, J = 2. 3Hz), 10. 70 (1H, s), 11. 55 ( 1 H, 
brs). 

M4 9 4 : ffr£' < l&##4 9 4 (Dfc&Vo&Wk 

WMtVX. 5-? nnty«, (4-75;7x^V) -1,1, 

1, 3, 3, 3 2 -/n/V- /V^^t^Jl 6 tm^(D^ 

f£2rfrv\ «&fb£-*&&#fc, (Mt5M4 9 8 N fl^to##4 9 s<Dfc&®k 
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: 1 1 . 7 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 02 (1 H, d, J = 8. 6Hz), 7. 
47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 68 (2H, d, J = 8. 7 
Hz), 7. 85 (2H, d, J = 8. 7Hz), 7. 91 (1H, d, J=2. 
6Hz), 8. 69 (1H, s), 10. 62 ( 1 H, s). 

M4 9 5 : ^-^^#^-4 9 5 (Dty&m^WCIk 

v^Tfll 1 6 PH#©iftfls«:fTV\ «Hfl2#» 
: 3 9 . 6 % 

1 H — NMR (CDC 1 3 ) •" 5 7. 0 4 ( 1 H, d, J = 8. 9Hz), 7. 4 
7 (1H, dd, J = 2. 3, 8. 9Hz), 7. 54 (1H, d, J = 2. 3H 
z), 8. 25 (1H, dd, J = 2. 6, 8. 9Hz), 8. 39 ( 1 H, d, 
J = 2. 3Hz), 8. 73 (1H, d, J = 9. 2Hz), 8. 76 ( 1 H, b 
r . s), 11. 2 2 (1H, s). 
M4 9 6 : ffc#«&##4 9 6 <Dfc&m<DWk 

WMbl^X^ 5 - * P p f-JJ fvl^ RX$2, 4 -^7^07-!) ^J^T 

Mi 6 fcra«©tftf^*ffv\ «»ffc-£4&&#;fc„ 

J&l^ : 6 7 . 8 % 

1 H — NMR (DMSO-d 6 ) : S 7. 05 (1H, dd, J = l. 7, 8. 9 
Hz), 7. 15 (1H, dt, J = l. 7, 9. 2Hz), 7. 41 ( 1 H, d 
dd, J = 2. 3, 8. 9, 9. 2Hz), 7. 51 ( 1 H, dt, J = 2. 3, 
8. 9Hz), 7. 98 (1H, d, J = 2. 3Hz), 8. 11 (1H, dd, 
J = 8. 9, 15. 1Hz), 10. 59 ( 1 H, s), 12. 13 (1H, s). 
>J4 9 7 : {fc-a^#-^-4 9 7 <Dfc&tfa<DWki& 
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JRS(K : 8 5 . 9 % 

1 H — NMR (DMSO-d 6 ) : 6 7. 01 (1H, d, J = 8. 6Hz), 7. 
19 (1H, t, J = 74. 2Hz), 7. 20 ( 2 H, d, J=8. 6Hz), 
7. 47 (1H, dd, J = 8. 6, 2. 6Hz), 7. 74 (2H, d, J = 8. 
9Hz), 7. 94 (1H, d, J = 2. 6Hz), 10. 47 ( 1 H, s), 11. 
8 0 (1 H, b r s ). 

094 9 8 : fl^4fe##4 9 8 (D^^t^lKDWt 

Htj5z6UfcM4 9 4^*5V^T, f 4 9 4 (D\Y&m t <DU'&l&)%frM tt 

: 1 1 . 6 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 02 (1 H, d, J = 8.6Hz), 7. 
46 (1H, dd, J = 8. 6, 2. 3Hz), 7. 83 (2H, d, J = 8. 1 
Hz), 7. 88 (1H, d, J = 2. 3Hz), 7. 95 (2H, d, J = 8. 
1 H z ) , 10. 7 1 (1 H, s). 

M4 9 9 : 4k&%0^r-%4 9 9 ©fl^fcKDjtSS 

Milt, 5-^nnt!)f* ^3- (^W;V7r^) T~y>- 
jfcs£ : 6 7 . 2 % 

X H — NMR (DMSO-d 6 ) : 6 2. 49 (3 H, s), 7. 00-7. 05 
(1H, m), 7. 01 (1H, d, J = 8. 9Hz), 7. 31 ( 1 H, t, J 
= 7. 9Hz), 7. 46 (1H, dd, J = 8. 9, 2. 6Hz), 7. 44- 
7. 49 (1H, m), 7. 68 ( 1 H, d, J = l. 7Hz), 7. 93 (1H, 
d, J = 2. 6Hz), 10. 47 (1H, s). 
0)5 0 0 : \Y&m^t*% 5 0 0 ©fl2^4fc©3R3fi 

flX^ : 2 8 . 6 % 
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1 H-NMR (DMSO-d 6 ): 8 3. 2 0 (3H, s), 7. 03 (1H, d, 
J = 8. 3Hz), 7. 48 (1H, dd, J = 8. 3, 2. 6Hz), 7. 87 
(1H, d, J = 2. 6Hz), 7. 92 (2H, d, J = 8. 9Hz), 7. 9 
8 (2H, d, J = 8. 9Hz), 10. 75 (1H, s), 11. 45 (1H, 
b r s ) . 

W 5 0 1 : f 5 0 1 ©-fb#ft©3H3fi 

CTi:tt, 5-^PPf!)«, S.TJ ? 2-T^y-4-^^-<V^7^/ 
: 8 . 7 % 

1 H-NMR (CDC1 3 ):5 2. 50 (3H, s), 6. 98 (1H, d, J 
= 8. 3Hz), 6. 99 (1H, d, J = 7. 3Hz), 7. 39 (1H, dd, 
J = 2. 0, 8. 6Hz), 7. 4 8-7. 6 4 (4H, m) , 7. 72 (2H, d, 
J = 7. 6Hz), 7. 83 (1H, d, J = 2. 3Hz), 8. 57 ( 1 H, s), 
12. 18 (1H, s), 12. 34 (1H, br. s). 
M 5 0 2 : ffr^#-5§- 5 0 2 <Dtt 1 &%Q<DW& 

Ifc^ : 4 6 . 7 % 

'H-NMR (DMSO— d 6 ): 8 0. 8 0 (3H, t, J=7. 3Hz), 1. 
17-1. 41 (4H, m), 2. 7 3- 2. 8 0 ( 2 H, m), 7. 03 ( 1 H, 
d, J = 8. 9Hz), 7. 48 (1H, dd, J = 8. 9, 2. 0Hz), 7. 
5 3- 7. 6 4 (2H, m), 7. 8 7- 7. 9 2 ( 1 H, m), 7. 92 ( 1 H, 
d, J = 2. 0Hz), 8. 27 (1H, s), 10. 62 ( 1 H, s), 11. 6 
3 (1H, s). 

M 5 0 3 : {t-etVo&flr 5 0 3 <D\\&Sfo(DWM 

356 



WO 03/103648 



PCT/JP03/07131 



: 6 8 . 5 % 

1 H — NMR (DMSO-d 6 ) -8 5. 11 (2H, s), 6. 79-6. 83 
(1H, m), 7. 01 (1H, d, J = 8. 9Hz), 7. 2 7-7. 4 9 (9 
H, m), 7. 93 (1H, d, J = 3. 0Hz), 10. 40 (1H, s), 11. 
7 9 (1 H, b r s). 

m 5 0 4 : 5 0 4 ©fl^*©*^ 



#fc 0 

i[£j$< : 4 0 . 6 % 

1 H — NMR (DMSO-d 6 ) : 5 2. 33 (3 H, s), 6. 99 (1H, d, 
J = 8. 6Hz), 7. 07 (2H, d, J = 8. 6Hz), 7. 34 (2H, d, 
J = 8. 3Hz), 7. 45 (1H, dd, J = 8. 6, 2. 1Hz), 7. 53 
(2H, d, J=8. 6Hz), 7. 63 (2H, d, J = 8. 3Hz), 7. 9 
0 (1H, d, J = 2. 1Hz), 10. 14 (1H, s), 10. 33 ( 1 H, 
s), 11. 81 (1H, brs). 
15 0 5 : >ffr&#J#-5§-5 0 5 <Dtt&tfB<DW£ 

Ml 6 fcPJ«©tftf£3:frV\ ««^^**#yto 

: 2 9 . 8 % 

1 H — NMR (DMSO-d 6 ): 6 3. 09 (4H, t, J = 4. 6Hz), 3. 
74 (4H, t, J = 4 . 6Hz), 6. 94-7. 01 (3H, m) , 7. 46 
(1H, dd, J = 8. 9, 2. 6Hz), 7. 55 ( 2 H, d, J = 8. 9Hz), 
8. 01 (1H, d, J = 2. 6Hz), 10. 29 (1H, s), 12. 10 (1 
H, brs). 

ffl 5 0 6 : ^-^^##5 0 6 ©^^<fe©$45t 

bT, 5 -9 nni^y ^vwgfe. $XF3 - (t e r t -^/V) T— P 




5 K^fflV^l 6 tlH^cD^^ffV^, t«ft^#j£r 
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itX^ : 7 6 . 1 % 

1 H — NMR (CDC 1 3 ) : 5 1. 35 (9H, s), 6. 99 ( 1 H, d, J 
= 8. 9Hz), 7. 2 4-7. 2 8 (1H, m) , 7. 3 2- 7. 3 5 (1H, m) , 
7. 40 (1H, dd, J = 8. 9, 2. 3Hz), 7. 4 6- 7. 5 0 (2H, 
m), 7. 51 (1H, d, J = 2. 3Hz), 7. 81 ( 1 H, brs), 11. 
9 4 (1H, s ). 

M 5 0 7 : ffrg4&#-§-5 0 7 ©-ffc£4fo<&i43ft 

Hfl-^LT, 5-^nnf-9^/HI, ^.153- (5 -^^7^79^- 2 — f/V) 
i&Sp = 6 1 . 1 % 

1 H — NMR (DM S O — d 6 ) : 8 2. 36 ( 3 H, s ), 6. 22-6. 23 
(1H, m), 6. 81 (1H, d, J = 3. 0Hz), 7. 02 (1H, d, J 
= 8. 9Hz), 7. 36-7. 51 (3H, m) , 7. 58-7. 61 (1H, 
m), 7. 99-8. 01 (2H, m), 10. 49 (1H, s), 11. 85 (l 
H, b r s). 

M5 0 8 : ^-^#/#-s§- 5 o 8 ©JBfi 

WMtVX, 5 - ? V2 v iMJ f-tvWL^ (l-tFn^f^) T~y 

:37. 6 % 

'H-NMR (DM S O — d 6 ) : 8 1. 80 (3H, d, J = 6. 6Hz), 5. 
33 (1H, q, J = 6. 6Hz), 7. 01 (1H, d, J = 8. 9Hz), 7. 
25 (1H, d, J = 7. 9Hz), 7. 38 (1H, t, J = 7. 9Hz), 7. 
47 (1H, dd, J = 8. 9, 2. 3Hz), 7. 65 ( 1 H, d, J = 7. 9 
Hz), 7. 85 (1H, s), 7. 96 (1H, d, J = 2. 3Hz), 10. 4 
8 (1H, s), 11. 80 (1H, brs). 
M5 0 9 : ^^#-^-5 0 9 (D^m^M^. 
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: 1 8 . 7 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 03 (1 H, d, J = 8. 9Hz), 7. 
41 (2H, s), 7. 48 (1H, dd, J = 8. 9, 2. 6Hz), 7. 54 
-7. 62 (2H, m), 7. 8 4-7. 8 8 (1H, m) , 7. 93 (1H, d, 
J = 2. 6Hz), 8. 30 (1H, s), 10. 64 (1H, s), 11. 68 (1 
H, b r s ). 

M5 1 0 : ^#J#"^5 1 0(D^^}(DMt^ 
l&m :62. 6 % 

1 H — NMR (DMSO-d 6 ) : S 7. 03 (1 H, d, J = 8. 6Hz), 7. 
48 (1H, dd, J = 8. 6, 2. 6Hz), 7. 8 2- 7. 8 8 (3H, m), 
8. 2 3 -8. 2 6 (1 H, m) , 8. 67 ( 1 H, s), 10. 88 (1H, s), 
11. 45 (1H, brs). 
M5 1 1 : #&to&&5 1 1 <Dfc&m<DmM 

MiLt, 5 — ^ n "^/H^ RXf2 --fn^-A - (hV^^^^^h 

: l 7 . 1 % 

'H-NMR (CDC 1 3 ) : 5 7. 0 2 ( 1H, d, J = 8. 9Hz), 7. 2 
6-7. 31 (1H, m), 7. 44 (1H, dd, J = 8. 9, 2. 6Hz), 
7. 53 (2H, d, J = 2 . 6Hz), 8. 41 (1H, brs,), 8. 42 (1 
H, d, J = 8. 9Hz), 11. 57 ( 1 H, s). 

095 1 2 : -fb^4fc##5 1 2(D\Y>&m<T)WM. 

m&tVX, Pf/^is ^3, 4- (v^^-^^V) T~y 

^^fflv^TMi 6 £ 111*11 <dm^ti\ mMit&m&^fro 
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J&s£ : 6 0 . 5 % 

! H-NMR (CDC 1 3 ) : 8 0. 91 (6H, t, J = 6. 3Hz), 1. 3 
4 — 1. 61 (12H, m), 1. 7 6— 1. 8 9 (4H, m), 3. 97-4. 
04 (4H, m), 6. 88 ( 1 H, d, J = 8. 9Hz), 6. 97-7. 00 
(2H, m), 7. 22 (1H, d, J=2. 6Hz), 7. 38 (1H, dd, 
J = 8. 9, 2. 6Hz), 7. 47 (1H, d, J = 2. 6Hz), 7. 73 (1 
H, s), 11. 9 7 (1H, s). 
M5 13 : ^^##5 1 3 ©-fb^«JO»5t 

1 6 t IHI«S©iftf£&fTV\ *«ft;£**&«r#;fca 
: 1 6 . 4 % 

1 H — NMR (DMSO-d 6 ):6 7. 03 (1H, d, J = 8. 7H z), 7 
7. 47 (1H, dd, J = 8. 7, 2. 7Hz), 7. 61-7. 70 ( 2 H, 
m), 7. 86 (1H, d, J=2. 7Hz), 8. 11 (1H, d, J = 2. 1 
Hz), 10. 56 (1H, s), 11. 53 (1H, s). 

m 5 1 4 : 5 14 (Dfc-&m<Dmm 

I» : 8 8 . 2 % 

1 H — NMR (DM SO- d 6 ) : 8 0. 89 (3H, t, J = 7. 0Hz), 1. 
28-1. 47 (6 H, m), 1. 67-1. 76 (2H, m), 3. 95 (2H, 
t, J = 6. 6Hz), 6. 6 9— 6. 7 3 ( 1 H, m) , 7. 01 ( 1 H, d, 
J=8. 8Hz), 7. 21-7. 28 (2H, m) , 7. 3 9- 7. 4 0 ( 1 H, 
m), 7. 67 (1H, dd, J = 8. 8, 2. 6Hz), 7. 94 (1H, d, 
J = 2. 6Hz), 10. 34 (1H, s), 11. 80 (1H, s). 
M5 1 5 : {k&#S&&5 1 5 <Dfc&®<DMM 

Jg^iLT, 5-^PPf!)f/^ RX*5-^ b^->-4-7/^n- 2 -~ 
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Ifcsps : 2 0 . 2 % 

1 H— NMR (DMSO-d 6 ):5 1. 43 (3H, t, J = 7. 0Hz), 4. 
27 (2H, q, J = 7. OHz), 7. 07 ( 1 H, d, J = 8. 8Hz), 7. 
52 (1H, d d, J = 8. 8, 2. 9Hz), 7. 95 ( 1 H, d, J=2. 9 
Hz), 8. 15 (1H, d, J = ll. 4Hz), 8. 57 ( 1 H, d, J = 8. 
4Hz), 12. 16 (1H, s), 12. 26 ( 1 H, s). 
M516: fl^^#-^5 1 QCDit^-m^W^. 

W&k It, 5 n n-^y f/l-K, M4-t Ko^>- 3 -t^-tv- 1 
i&s|§ : 5 . 9 % 

1 H — NMR (DM SO— d 6 ) : S 2. 38 (3H, s), 7. 03 (1H, d, 
J = 9. 3Hz), 7. 43 (2H, s), 7. 46 ( 1 H, d, J = 2. 4Hz), 
7. 5 0-7. 5 4 (2H, m) , 7. 67 (1H, d, J = 2. 1Hz), 7. 
78 (1H, dd, J = 6. 0, 2. 7Hz), 8. 03 (1H, b r s ), 8. 
18 (1H, dd, J = 6. 0, 3. 6Hz), 11. 98 ( 1 H, brs). 
M5 1 7 : fb<^#-i§- 5 1 7 ©fls#4fe©S36 

01518: >fb<g-<&##5 1 8<D{frg-#J<DfBg 

K£fe#lB*fci§S*l/fc3:itt : MMfcMI&9 9/6 5 4 4 9f/^7l/y b 
15 19: ^4fc#-^5 1 9©ffr^©543ft 

iSaSfe^lBife^tbfcSllft : IMI9 9/6 5 4 4 9^V71/y h 
M5 2 0 : >fb^#-^5 2 0 ©^*©«3t 
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mt^mm^tLtcxm • mn^m^9 9/6 5 4 4 9^y7v^ b 
ms 2 1 •. ^^##5 2 1 <Dtt&m<omk 

3BBS«fe«S|B«i$tb^:S:i»: 9 9/6 5 4 4 9*^7Vy b 

M5 2 2 : f 5 2 2 (D\\&m<DWfe. 

M5 2 3 : ffc<a^##5 2 3 ©flS#4fo©R3S 

»3fi«fe*{|a*fc*tbfeS:itt = H^kMffl9 9/6 5 4 4 9f/^y71/y b 
M5 2 4 : ffr^#-S§-5 2 4 ©te-a4fe©2R3S 

#^bt, 5-7nnf Pf/VE ^tF4-7^7^7x-;^fflV^Ml 6 
1(51^ : 5 2 . 4 % 

X H — NMR (DMSO-d 6 ): 6 7. 03 ( 1 H, d,.J=8. 7Hz), 7. 
3 3 - 7. 3 8 (1H, m), 7. 44-7. 51 (3H, m), 7. 67-7. 
72 (4H, m), 7. 82 (2H, d, J = 8. 7Hz), 7. 98 (1H, d, 
J = 2 . 4Hz), 10. 49 (1H, s), 11. 84 ( 1 H, s). 

095 2 5 : ffrg-4fe##5 2 5 ©ffr£Mfe©i836 

5-^;V7^-tDf/l'i (2 1 8mg, lmmol), 3, 5 - tf X ( b U 7/1^ 
n t< =fvV) 7-5^ (2 2 9mg, 1 mm o 1 ) N HSffc !Jy (88mL, 1 mm 

o l), ^r/vy-^i/is-y (5mD cou^^ 3mmMmmuvt^ 0 &&&&& 
%m&-£x»y$m%k, ^y*W7A^n^f^77^- (n — ^^-ly-.mm 

^)V= 3 : 1) ^SMUT. tfffi{b-a^©6-fe@#: (2 9mg, 9. 2%) £r 

X H — NMR (DMSO-d 6 ): 8 7. 15 (1H, d, J=8. 8Hz), 7. 
65 (2H, s), 7. 73 (1H, s), 7. 81 (1H, s), 7. 82 (1H, 

362 



WO 03/103648 



PCT/JP03/07131 



dd, J=8. 7, 2. 5Hz), 8. 23 ( 1 H, d, J=2. 5Hz), 8. 
38 (2H, s), 10. 87 (1H, s), 11. 15 ( 1 H, brs). 
M5 2 6 : fc#4fe##5 2 6©-ffc^«J©»3t 

T~y y^fflv^il 6 i:K«©tftf^«:ffV\ *»ffr64&«:#/to 
: 6 . 9 % 

1 H-NMR (CDC1 3 ) : S 7. 03 (1H, dd, J = 8. 7, 0. 6H 
z), 7. 4 3- 7. 4 8 (2H, m) , 7. 91 ( 1 H, d, J = 9. 0Hz), 
7. 96 (1H, s), 8. 42 ( 1 H, s), 8. 49 ( 1 H, d, J = 8. 7 
Hz), 11. 26 (1H, s ). 

095 2 7 = flS<g^#-i§-5 2 7 <Dfc&m<DWm 

T-y y*fflV^TMl 6 K«©iftf^Srff v\ «»fb£*&«:#;/fc„ 

: 6 4 . 6 % 

1 H-NMR (DMSO-d 6 ):5 7. 12 (1H, t, J = 8. 1Hz), 7. 
37 (1H, tt, J = 7. 5, 1. 5Hz), 7. 43-7. 48 (2H, m), 
7. 5 6 - 7. 6 0 (3H, m) , 7. 91 ( 1 H, s), 8. 07, ( 1 H, dd, 
J = 8. 1, 1. 5Hz), 8. 48 (2H, s), 11. 00 ( 1 H, s), 12. 
16 ( 1 H, s). 

m 5 2 8 : ffrS^#-^-5 2 8 ©fc#*&©2K$6 

JOSC^t L"C, 4-7/v-^-ai^y ?vHfe % S.T^3, 5 - tr* (M)7;^n^f;v) 
T-y y^V^Jl 6 fcK«©tfeffs«rffV^ «JH-ft:-a4feSr#^. 
ifcip : 6 5 . 7 % 

1 H-NMR (DMSO - d 6 ) : 5 6. 81-6. 90 (2H, m), 7. 84 
(1H, s,), 7. 9 3 - 7. 9 8 ( 1 H, m,), 8. 45 (2H, s,), 10. 
7 8 (1H, s), 11. 8 1 (1H, s,). 

09 5 2 9 : -fb^fe##5 2 9 (Dfc&m<DMM 
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j&ip : 9 . 4 % 

1 H — NMR (CD 3 OD) : 6 2. 16 ( 3 H, s), 2. 3 4 (3H, s), 

6. 69 (1H, d, J = 8. 2Hz), 6. 76 (1H, brs) 6. 95 (l 
H, d, J = 8. 8Hz), 7. 02 (1H, d, J = 8. 0Hz), 7. 15 (1 
H, d, J = 8. 2Hz), 7. 29 (1H, d, J = 8. 2Hz), 7. 37 (l 
H, dd, J = 8. 8, 2. 6Hz), 7. 97 ( 1 H, d, J=2. 6Hz), 

7 . 9 8 (1 H, s ). 

m 5 3 0 : >fb^^##5 3 0 <Dfc&%)(DWm 

=^) ^yj/s h y /V^^V^TM 1 6 tl^tlcDigifls&^TVV IM^#/^#fCo 
J&^p : 7 5 . 2 % 

1 H — NMR (DM SO- d 6 ) : 8 7. 13 (1H, d, J = 8. 8Hz), 7. 
54 (1H, d d, J = 8. 8, 2. 6Hz), 7. 94 (1H, dd, J = 8. 
4, 1. 6Hz), 7. 95 (1H, d, J = 2. 6Hz), 8. 15 (1H, t, 
J = l. 5Hz), 8. 75 (1H, d, J = 8. 8Hz), 11. 25 (1H, 
s), 12. 45 (1H, s ). 
m 5 3 1 : ^<fe##5 3 1 ©ft;#4fe©»36 

ir^tt, &tM- [2-7$ 7-4- (fP7;vt 

: 11. 6 % 

1 H — NMR (CD 3 OD) : 6 6.8 8 (1 H, d, J = 8. 6Hz), 7. 1 
9 (2H, d, J = 8. 9Hz), 7. 24 ( 1 H, d, J = 8. 6Hz), 7. 
33 (1H, dd, J = 8. 8, 2. 8Hz), 7. 46 ( 1 H, dd, J = 8. 
9, 1. 9Hz), 7. 76 (2H, d, J = 8. 9Hz), 7. 98 ( 1 H, d, 
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J = 2. 7Hz), 8. 9 6 (1H, s). 

MS 3 2 : {k-6^#-*§-5 3 2 ©fl^4fo©J43i 

iDl^ :88. 1 % 

1 H-NMR (CDCI3): S 3. 85 (3H, s) 6. 81 (1H, d, J 
= 8. 5Hz), 6. 9 7- 7. 0 2 (3H, m) , 7. 08 ( 2 H, d, J = 8. 
8Hz), 7. 30 (1H, m), 7. 40 ( 1 H, dd, J = 8. 8, 1. 9H 
z), 7. 45 (1H, d, J = 2. 2Hz), 8. 70 (1H, s), 8. 78 (1 
H, d, J=l. 6Hz), 11. 76 (1H, s). 
095 3 3 : fb-6"^#-^5 3 3 <Dft&%Q<DW& 

mPttVX^ iMJ^vwSfe, RT$2, 5-tfx (b'j7^P^f^) T^y^£r 
jfc^s : 4 7 . 8 % 

1 H-NMR (CD 3 OD) : 8 7. 00-7. 06 (2H, m), 7. 48 (1 
H, dt, J = l. 5, 7. 5Hz), 7. 74 ( 1 H, d, J = 8. 4Hz), 
8. 01-8. 08 (2H, m), 8. 79 (1H, s), 11. 09 (1H, s), 
12. 03 ( 1 H, s ). 

M5 3 4 : 5 3 4 (D^m^Wik 

(1) 2-T5/-4- (2, 4-^pp7i=;V) fT^^V 
jp^i: LT, 2' , 4' -^nn7tb7x;y, RTF*?-*? UTZm^^XM 
3 9 5 (1) £|10#<Z)^<HfV\ ^j»fk1»3r#fco 
:97. 1 % 

1 H-NMR (CDC1 3 ) : 8 5. 01 (2H, s), 7. 09 (1H, s), 
7. 28 (1H, dd, J = 8. 4, 2. 1Hz), 7. 45 ( 1 H, d, J = 2. 
1Hz), 7. 82 (1H, d, J = 8. 4Hz). 

365 



WO 03/103648 



PCT/JP03/07131 



(2) 5-^nn-2-tFn^-N- [4- (2, 4 - W n n 7 
zf-TV—jV— 2—4 fV\ ^/X7 5 K (fll^*#t5 3 4) 
IftifC, 5-^Pt!)f;H, (2, 

Jftsfs : 8 . 0 % 

1 H-NMR (DMSO-d 6 ) : 5 7. 08 (1 H, d, J = 8. 7Hz), 7. 
5 0- 7. 5 5 (2H, m), 7. 7 2- 7. 7 6 (2H, m), 7. 91 ( 1 H, 
d, J=8. 4Hz), 7. 95 (1H, d, J = 2. 4Hz), 11. 87 (1 
H, b r s), 12. 0 9 ( 1 H, b r s). 

M5 3 5 : fb^#-5§- 5 3 5 ©{b#*&©J«ft 

JSC***: UT\ 3--f y^ntVwfyf;^ X^3, 5 - if* (fP7;vtn^ 
ifc^s : 9 9 . 2 % 

1 H — NMR (CDC1 3 ): 6 1. 26 (6H, d, J = 6. 9Hz), 3. 4 
4 (1 H, He p t, J = 6. 9 Hz), 6. 92 (1H, t, J =7. 8 Hz), 
7. 38 (1H, dd, J = 8. 1, 1. 2Hz), 7. 44 (1H, d, J = 7. 
5Hz), 7. 69 (1H, s), 8. 13 (3H, s), 11. 88 (1H, s). 

M5 3 6 : 5 3 6 ©fb#fcj©§ft3ft 

N- [3, 5-tf* (bP7/Vtn^f^) 7x^] -2-tKn^y-3- 
/fV7n tf/W<VXT 5 K (^-&-^## 5 3 5; lOOmg, 0. 26 mm o 1 ) 
©BHS-fblS* (5mL) ^fc, 7;w=?y^H^T, Hlf! (14. 4m L, 0. 
2 8mmol) WW (1. 7m g, 0. 0 3mmo 1) ^M, 11^2^ 

£n ^^^/B^Sfe^^"^*WUT N S®'ft:#fe©e'fe@^(l 1 Omg, 9 

1. 5%) 

1 H-NMR (CDC1 3 ): S 1. 25 (6H, d, J = 6. 9Hz), 3. 3 
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9 (1H, Hept, J = 6. 9Hz), 7. 49-7. 51 ( 2 H, m) , 7. 
71 (1H, brs), 8. 11-8. 14 (3H, m), 11. 81 ( 1 H, b 
r s). 

M5 3 7 : fb#4&#*5 3 7©flS#4&©JKS 

N- [3, 5 — tf.x (hp 7;^n^f;v) -2-t Kn^>-3- 

;V^yX75 K (ft^-Wf 3 2 8 ; 1 5 Omg, 0. 4 1 mm o 1 ) <£>.?* 
^/-/V/Zk (3:1) m&mm (5mL) N-^^3/n^5 K (8 
8 . 2 m g , 0 . 5 0 mm o 1 ) %M Mt* 1 0 bfc„ 

5:1) t«Lt, «aHft#4feoefe»* (1 6 7mg, 9 1. 5%) &#fc 0 
'H-NMR (CDC1 3 ):5 2. 28 (3 H, s), 7. 47 (1 H, s), 
7. 50 (1H, d, J = 2. 4Hz), 7. 71 ( 1 H, s), 8. 08 (1H, 
brs), 8. 13 (2H, s), 11. 71 (1H, s). 
M5 3 8 : fb£-4fe##5 3 8 ©fl2^4fe©»3fi 
(1) 1- (3-^hn7i^/V) - 5-7i^;V-3- (M)7/Vtn^f/V) 

4, 4, 4— bp 1 — ~7=^z=.;V— 1, 3-7^V^ty (4 3 2. 3 

mg , 2mmo 1), 3-^fn7x^fc K7^V»I (3 7 9. 2mg, 2 
mmo 1). (0. 2mL) N ^ / — /V (8mL) <Dm&Qo% 2 BfPWfiM 

^ /v=4 : 1^3 : 1) -trffMl/T, ««te^fc©*JI&fe»5|c (6 3 1. 5m 
g , 9 4. 7 %) <M#fc Q 

1 H— NMR (CDC1 3 ) : 8 6. 80 (1H, s), 7. 23-7. 26 (2 
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H, m), 7. 35-7. 4 5 (3H, m), 7. 54 (1H, t, J = 8. 4H 
z), 7. 63 (1H, ddd, J=8. 1, 1. 8, 1. 2Hz), 8. 19- 
8 . 2 5 (2 H, m). 

(2) 1- (3-T^/7x^) - 5 -7^~;V- 3 - (M)7/^n^f;V) 

1- (3-^hn7i^) -5-7i-;v-3- ( bU 7;vtn^f ;v) 
y—ZV (0. 5 9g, 1. 7 7mmolh 5%^7^7^I (0. 0 6 g ) id 
Mfc (3mLK ^^7— /V (2mL) Sr^D^.. *lSf#B^T, ^tU^C 2 H#Ra7fc|?f 

A^n^h^^^^— (n-^df-i^^ : @^m^^= 2 : 1) T'flbt^ MS 
4t&m<D S-feiaft: (491. 1 m g , 91. 4 %) £r#fc 0 

1 H — NMR (CDC 1 3 ): 8 3. 78 (2H, s), 6. 54 (1H, ddd, 
J = 7. 8, 1. 8, 0. 6Hz), 6. 65 ( 1 H, ddd, J=8. 4, 2. 
4, 0. 9Hz), 6. 7 3- 6. 7 5 (2H, m) , 7. 07 (1H, t, J = 
8. 1Hz), 7. 2 4- 7. 3 6 (5H, m) . 

(3) 5-^ao-2-tKn^-N- {3 - [ 5 -y 3 - ( MJ 7 
;vtn^f^) fc^iA-zi— 1 --f/K] 7 xz=^M ^yX7 5 K (^^J#-^5 
3 8) 

Mi UT, S-^ontDf/Vi, 3ttJ«l- (3-T^ 77rn-yv) -5-7 
rc^yv- 3 - ( hV -7)V3rxi * ^-;V) \fy /l^JlV^M 16i |^£S©Jfefls& 

jRaps : 7 4 . 4 % 

1 H— NMR (CDC 1 a ) 5 6. 77 (1H, s), 6. 97-7. 03 (2 
H, m), 7. 2 7-7. 4 5 ( 8 H, m), 7. 65 (1H, ddd, J = 8. 
4, 2. 1, 0. 9Hz), 7. 74 ( 1 H, t, J = 2. 1Hz), 7. 93 (1 
H, s ), 11. 6 3 (1 H, s). 

m 5 3 9 : fb<£^## 5 3 9 ©fc£^©«3i 
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(1) 5- (t e r -1- (4-=fn7x^) -3- (hV 7 

WMbX^X, 1, 1, l-MJ7;vtn-5, 5-^^^/v-2, 

M4--M3 7x-^t K7^yIiI?rfflv^M5 3 8 (i) 

I&^s 9 4 . 7 % 

1 H — NMR (CDC1 3 ) : S 1. 2 3 (9H, s), 6. 51 (1H, s), 
7. 62 (2H, d, J = 9. OHz), 8. 37 (2H, d, J = 9. OHz). 

(2) 1 - (4-7^7x^) - 5 - ( t e r t - 3 - (M)7 

i^^f^ IT, 5 - ( t e r t --f^-?V) - 1 - (4 -~ f - 3 - ( h 

y7;^D^f-;l^) t°7^^ffiV^«5 3 8 (2) tmW:<DWift%:fti<\ M 

JR^ : 9 8 . 9 % 

1 H — NMR (CDCI3): 6 1. 20 (9H, s), 4. 00 (2H, br), 

6. 40 (1H, s), 6. 69 ( 2 H, d, J = 8. 7Hz), 7. 14 (2H, 
d, J = 9. OHz). 

(3) N- { 4 - [ 5 - ( t e r t --f^/V) - 3 - (YV * f-;v) fc° 
7^-;V-l — f;k] ^rn^/V}- 5-^nn-2-t Kn^^yXT^ K Ofb 
-£^#-5§- 5 3 9) 

UT, f/l'i, Xtfl - S7 - 5 - (t 

e r t -zff-jV) - 3 - ( MJ :7/l^t3 \?9 ^—/V&m^Xm 1 6 t IH 

: 5 7 . 6 % 

1 H — NMR (CDC 1 3 ) : 5 1. 23 (9H, s), 6. 47 (1H, s), 

7. 00 (1H, d, J = 9. OHz), 7. 4 0- 7. 4 4 (3H, m), 7. 
57 (1H, d, J = 2. 4Hz), 7. 72 (2H, d, J=8. 7Hz), 8. 
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15 (1H, s), 11. 5 8 (1H, s). 

m 5 4 0 : 5 4 0 <D\Y&m<DW& 

N- [3, 5 — If* (M)7;l'to^f/l') :7^~/Kl - 2- tKo^-3- 
7x^MyX7^ K tffr&*4fe##5 2 7) =SrJfV^TM5 3 7 K«©Jftf^Srff 

I&spi : 6 7 . 5 % 

1 H — NMR (DMSO-d 6 ):6 7. 36-7. 50 ( 3 H, m), 7. 55 
-7. 59 (2H, m), 7. 71 (1H, d, J=2. 1Hz), 7. 93 (1 

H, brs), 8. 28 ( 1 H, d, J = 2. 1Hz), 8. 45 (2H, s), 1 

I. 06 (1H, brs), 12. 16 ( 1 H, brs). 

m 5 4 1 : 5 4 1 (Dik-km^m^. 

(1) 2 -T 5:7-4- (3, 4 — n n^^cn/V) f7/-/V 
J^JjsftUT, 3' , 4' -^nnTtb7x;y, fttfft?I/7SrMV^ 
3 9 5 (1) fc|SI«Oiftf^«rffV\ *«fb<&tt«r#*:. 

: 77. 8 % 

1 H — NMR (DM SO - d 6 ) : S 7. 17 (2H, s), 7. 24 (1H, s), 
7. 62 (1H, d, J = 8. 4Hz), 7. 78 ( 1 H, dd, J = 8. 7, 2. 
7Hz), 8. 22 (1H, d, J = 2. 4Hz). 

(2) 5— # T3 tr- 2 - 1 Kn^>- N— [4— (3, 4-^nn7i=/V) 

2 f /Kl ^VX7 5 K (fc&m&-% 541) 

JK^^UT. 5-^oot!)f/H, ^2-7^ 7 -4- (3, 

: 1 5 . 1 % 

1 H — NMR (DMSO-d 6 ) : 5 7. 08 (1 H, d, J = 8. 7 Hz), 7. 
52 (1H, dd, J = 8. 7, 2. 7Hz), 7. 71 (1H, d, J = 8. 4 
Hz), 7. 91 (1H, d, J = l. 8Hz), 7. 94 ( 1 H, s), 8. 18 
(1H, d, J = l. 5Hz), 12. 09 (2H, bs). 
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m 5 4 2 : 5 4 2 (D^m^W^ 

(1) 2-T^7-4- [4- (bP7/^u^f;W) 7 a^~;V\ =f-T -/—;V 

fflv^j3 9 5 (i) tmm<Dm^n^\ mm^^mto 

ifcsp! : 7 7 . 5 % 

2 H — NMR (DMSO-d 6 ) :5 7. 18 (2H, s), 7. 26 (1H, s), 
7. 72 (2H, d, J = 8. 4Hz), 8. 00 (2H, d, J=8. 1Hz). 

(2) 5-^an-2-t Kn^r^-N- {4- [4- ( MJ * ^/U) 

fry- /V— 2 ->f/W ^yX7 ^ K ({b^lltf 5 4 2) 

i^5fs|-tbT N 5 - ^ n n -9- y m$2-r^; -a- la- (hv?^^- 

f7/- sv&m^xmi 6 tiwi^(D^{^^tTV\ tusfb-a- 

flW : 1 6 . 0 % 

1 H — NMR (DMSO-d 6 ): 6 7. 0 9 ( 1 H, d, J = 9. OHz), 7. 
53 (1H, d d, J = 8. 7, 2. 7Hz), 7. 81 (2H, d, J = 8. 4 
Hz), 7. 96 (1H, d, 3 = 2. 4Hz), 7. 98 ( 1 H, s), 8. 16 

(2H, d, J=8. 1Hz), 11. 91 (1H, bs), 12. 13 ( 1 H, 
b s ). 

M 5 4 3 : fc&m^ 5 4 3 <Dfc&m<7)W& 
(1) 2-T-fer f>3r5/-N- {4- [3, 5 - fcT * (MJ7;^n^f/l') 
/V— 1 — f/Kl -5-^an^yX7^K 

~/v) -3, 5 - (yy~7>v3rxi*^-?v) tf7^- ;H:fflv^j2 4 £ l^lil 

Jfc^ : 7 7 . 8 % 

! H-NMR (CDC1 3 ): 8 2. 36 (3H, s), 7. 78 (1H, s), 
7. 14 (1H, d, J = 8. 7Hz), 7. 48-7. 51 (3H, m), 7. 
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77 (2H, d, J = 9. 0Hz), 7. 83 ( 1 H, d, J = 2. 7Hz), 8. 
2 5 ( 1 H, s ). 

[1- (4-75/7x-^) -3, ( f> V ~7>V3rxiJ. =f-}V) — 

;V : \i?Jf—}-;V • 3r~7 • ^ 7*^ • (Journal of Medicinal 

Chemistry)], 2 0 0 0^, I4 3t, il6t, p. 2 9 7 5- 2 9 8 1»] 

( 2 ) N - { 4 - [ 3 , (MJ y;v^rn * ^/v) y*— /v- 1 — f ;V\ 

7^=-;V) - 5- ^nt3-2-t Ko^^XT^ K (^^#-^-5 4 3) 
WMtVX, 2 -T-fc b^f— N- {4- [3, 5 — tr* (MJ 
Ify/- /V- 1 — 7^~;V} - 5-^t3t3^^XT5 K£r^T#!j2 (2) 

i&s^ : 7 3 . 1 % 

1 H — NMR (DMSO-d 6 ): 6 7. 0 4 (1 H, d, J = 8. 7Hz), 7. 
48 (1H, dd, J = 8. 7, 2. 7Hz), 7. 63 (2H, d, J = 8. 7 
Hz), 7. 84 (1H, s), 7. 89 ( 1 H, d, J = 3. 0Hz), 7. 94 
(2H, d, J = 9. 0Hz), 10. 65 (1H, s), 11. 58 (1H, s). 

W 5 4 4 : 5 4 4 <Dfc-&!%><DWkl& 

(1) 3, 5-tf^ (fy7^to^f^) -1- (3-~ bcry^^/V) tf^ 

^yiifi^v^i5 3 8 (i) tmmom^&nw mm^m^^o 

ifc^s : 9 4 . O % 

1 H — NMR (CDC1 3 ): 5 7. 16 (1H, s), 7. 77 (1H, dd, 
J = 8. 7, 8. 1Hz), 7. 88-7. 91 ( 1 H, m), 8. 42-8. 4 
5 (2H, m). 

(2) 1- (3-7^/7x=/>) -3, 5 — tr*. ( VV y;v^m^^-;v) 

WMtVX s 3, 5 - (M)7/Vtn^f^) -1- (3 -~ Ma7x^) 
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t°7^«^j5 3 8 (2) tmm^m^n^. mmih^-m^ntt. 0 

)&m : 7 3 . 1 % 

1 H — NMR (CDC1 3 ): S 3. 89 (2H, s), 6. 77-6. 87 (3 

H, m), 7. 04 (1H, s), 7. 26 ( 1 H, t, J = 8. 7Hz). 

(3) 2 — T-fe f=3riX-N- {3- [3, 5 - If * (M)7;^P^f;V) 
y*— /k- 1 ->f/Kl :7m~/W - K 

MtLt, 2-T-fe h^r^- Rt5 1 - (3-T^77x 

~/l/) -3, 5 -If* ( MJ fc°^y*— ;k?rfV^^2 4 £ IHil 

jfc^a : 8 4 . 4 % 

1 H — NMR (CDCI3) : 5 2. 33 (3H, s), 7. 09 (1H, s), 
7. 11 (1H, d, J = 9. 0Hz), 7. 30 ( 1 H, d, J=7. 8Hz), 

7. 4 5- 7. 5 2 (2H, m), 7. 67 ( 1 H, d, J=8. 4Hz), 7. 
78 (1H, d, 3 = 2. 4Hz), 7. 95 ( 1 H, s), 8. 29 (1H, s). 

(4) N- {3 — [3, 5 -If* ( h y :7/l^J-T3 ;*^vl/) tfyy*— ;V- 1 — { jV\ 
y^^M — 5 — — 2 — n Fn^ri/^yXT ^ K aM#^5 4 4) 

LT, 2-T-fe b^V-N- {3- [3, 5 -If* (M)7;Vtn^^) 
t^y^-l — f/Kl 7;x~/W - 5-^on^yX7^ K^ffiV^TM2 (2) 

: 6 9 . 9 % 

1 H — NMR (CDC 1 3 ) : 5 7. 01 ( 1 H, d, J = 8. 7Hz), 7. 1 
0 (1H, s), 7. 34-7. 37 (1 H, m), 7. 42 (1H, dd, J = 

8. 7, 2. 4Hz), 7. 50 ( 1 H, d, J = 2. 4Hz), 7. 56 ( 1 H, 
t, J=8. 1Hz), 7. 6 9- 7. 7 3 ( 1 H, m), 7. 9 5-7. 9 8 (2 
H, m), 11. 5 7 (1H, s). 

m 5 4 5 : 5 4 5 <£»fb^<7}®i3g 

(1) 2 - ;* b 4 - 7 ^ -/l^cM^^ 
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4-^pn-2-^ h tf-JV ( 9 0 4 m g , 4 . 5 mm o 1 ) „ 7 a 

^/^n^t (5 0 Omg, 4. 1 mm o 1 h ^cg£i?S/!7A (2. 7 g, 8. 2 
mmo 1) ©N, N-^f;V*M7^ K (1 5mL) T/V=^#ffl 
^nn^ ( hV ^^v'^A (29mg, 0. 0 

4 mmo 1) SrJlIX., 1 2 0 "CT? 8 B^mffiW bfco KJ&^W 

•7b^77^- (n—^lf-^ : mWt^/^= 1 0 : 1) LT, ^Hfc^ 

t>©M^M^ ( 4 1 0 m g , 4 1. 2 %) &#fc 0 

1 H — NMR (CDC1 3 ) : 5 3. 91 (3H, s), 3. 98 (3H, s), 
7. 17 (1H, d, J=l. 5Hz), 7. 20 ( 1 H, dd, J = 8. 1, 1. 
5Hz), 7. 31-7. 50 (3H, m), 7. 5 9-7. 6 3 (2H, m), 7. 
8 9 (1H, d, J = 8. 1H z). 

(2) 2-* h^-4-7x^If| 

2-^ f=3ri/-4-7xn/l/^Ift^f;i/ (4 10mg, 1. 6 9 mm o 1 ) 
(Dt? (5mL) jgflfcfc: 2 8&5&fcSkffc^ h y (5mL) SrAtlx., 

( 3 7 1 m g , 9 6. 0 %) £r#fc 0 
2 H — NMR (DMSO-d 6 ) : 8 3. 9 3 (3H, s), 7. 29 (1H, d 
d, J=8. 1, 1. 5Hz), 7. 34 ( 1 H, d, J = l. 5Hz), 7. 4 
0-7. 53 (3H, m), 7. 73-7. 77 (3 H, m) , 12. 60 (1H, 
s). 

(3) N- [3, 5-lf^ (MJ7/Vtn^f/l') 37 -2-^b^^- 
4-7x^;^yX7^ K 

Jj§0fS|-tLT N 2-7? h^V-4-7a^/I^A#lft. ^3, 5-tf^ (fij7 
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Jfcajs : 9 7 . 5 % 

1 H — NMR (CDC1 3 ) : 5 4. 19 (3H, s ), 7. 2 5 (1H, m), 
7. 3 8-7. 5 3 (4H, m), 7. 6 2- 7. 6 5 (3H, m), 8. 12 (2 
H, s), 8. 35 (1H, d, J = 8. 1Hz), 10. 15 (1H, brs). 

(4) N- [3, 5 — tf^. (M)7;Vtn^f/V) y ^^;V\ -2-fc Kn*^' 
- 4 - 5 K (fb£^#-^ 5 4 5) 

N- [3, (MJ7/Vtn^f;V) 7;nnyl/] - 2 - ^ h 4 - 7 

x^/MyXT 5: K (lOOmg, 0. 2 4mmo 1 ) (O^no^^y (5m 
L) 1 MHIft* 7S _ p 13 ^ (0. 71mL, 0. 7 1m 

mo i ) tit i mmmw^K-o Rfcm&m&mwt^si'-e^nv^ * % 

frLfc^iSSrvy *^7^7 n-*? h^^ — (n-^^ly : @^^=fvv= 
5 = 1) T^lLt, (6 9. 3mg, 7 1. 6%) £r# 

fee 

1 H — NMR (DMSO-d 6 ) =6 7. 2 0 (1 H, dd, J=8. 4. 1. 
8Hz), 7. 30 (1H, d, J = l. 8Hz), 7. 39-7. 51 (3H, 
m), 7. 60-7. 64 (3H, m), 7. 70 (1H, brs), 8. 15 (2 
H, s), 8. 19 (1H, brs), 11. 59 ( 1 H, s). 

m 5 4 6 : >fb^#J#-^ 5 4 6 <ZMb<g^©$45i 

(1) 2-T^/-4- (2, 5-^7/^P7x^) fT/wl' 

Lt, 2' , 5' -^7;^oTtb7x7^ W t-7^TlrfflV^T 
M3 9 5 (1) fcia«©Jftf^Srffv\ SHft#*Sr#*i. 
JR^S : 7 7 . 8 % 

1 H — NMR (DMSO-d 6 ) : 8 7. 4 5 (1H, d, J = 2. 7 Hz), 7. 
11-7. 17 (1H, m), 7. 19 (2H, s), 7. 2 8- 7. 3 6 (1H, 
m), 7. 6 5-7. 7 1 (1H, m) . 

(2) 5-^nn-2-t Kn^-N- [4- (2, 5-i?7;Vto7i^) 
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f7y*-;v-2 — f/v] -O-Xr^ K ({b^#j#-^-5 4 6) 

mfttVX. 5-^PPt!)f/H, RtF2-7^;-4- (2, 
: 3 6 . 5 % 

1 H — NMR (DMSO - d 6 ) : S 7. 09 (1 H, d, J = 8. 7Hz), 7. 
2 2-7. 3 0 (1H, m), 7. 37 ( 1 H, m), 7. 53 (1H, dd, J 
= 8. 7, 3. 0Hz), 7. 72 ( 1 H, d, J=2. 4Hz), 7. 77-7. 
84 (1H, m), 7. 94 (1H, d, J = 3. 0Hz), 11. 89 (1H, 
bs), 12. 12 (1H, bs). 
m 5 4 7 : {bl^H-^ 5 4 7 (D\Y&m<DW8k 

(1) 2-Ti? h^V-4-^ ncr^M^ 

MtbT, 4-^nai^y^/^, ^iK^Tfcgl^^J^-CMS 4 (1) 

: 8 8 . 1 % 

1 H — NMR (DMSO-d 6 ) : S 2. 2 5 (3H, s), 7. 42 (1H, d, 
J=l. 8Hz), 7. 48 (1H, dd, J = 8. 4, 2. 4Hz), 7. 94 
(1H, d, J=8. 1Hz), 13. 31 (1H, s). 

(2) 2-Ti? h^-N- {4- [3, 5 - If* (M)7;^P^f^) 

y"' — /i/ — 1-4 sis] 7^ ~M -4-^n a^yX7 5: K 

^/v) -3, 5-tf^ (MJ7;^n^f^) ¥7^—;v*:m^^xm2 AtmWi 

j&^< : 7 4 . 0 % 

! H-NMR (CDC1 3 ):5 2. 37 (3H, s), 7. 08 (1H, s), 
7. 23 (1H, d, J = l. 8Hz), 7. 37 (1H, dd, J = 8. 1, 2. 
1Hz), 7. 50 (2H, d, J = 8. 7Hz), 7. 77 ( 2 H, d, J = 8. 
7Hz), 7. 82 (1H, d, J = 8. 1Hz), 8. 23 ( 1 H, s). 

376 



WO 03/103648 



PCT/JP03/07131 



(3) N- {4- [3, 5 -If* (MJ7;Vto^f/V) t°7 9—>V- 1 — f /W] 
-4-^PP-2-t Kodf^yXr? K (ft^#t5 4 7) 
M^f^UT, 2 -Tir h^iX-N- {4 - [3, 5 - If* (b'J7/Vtn^/V) 
tf^y*— A'- 1 --f/Kl :7m~/W -4-7no^yXT^ MV^i2 (2) 

: 5 6 . 6 % 

1 H — NMR (DM SO- d 6 ) : 5 7. 03-7. 06 (2H, m), 7. 61 
(2H, d, J = 8. 7Hz), 7. 81 ( 1 H, s), 7. 8 9-7. 9 5 (3 
H, m), 10. 62 (1H, s), 11. 82 ( 1 H, s). 

m 5 4 8 : fc&m^ 5 4 8 ©fli£*fe©!KS 

(1) 1- (4— = fn^^^/V) - 5 -7x^/1^- 3 - ( b !) 7^tn ^ f 

H^fc LT, 4, 4, 4- h y 1 -7i=;V- 1, 3 >\ 

X^4--bn7x=/H: K5^SSfeSS:fflV^0!5 3 8 (1) tmU<D9kft 

flZSp : 9 5 . 2 % 

X H — NMR (CDC1 3 ):5 6. 80 (1 H, s), 7. 2 2-7. 26 (2 
H, m), 7. 3 7-7. 4 5 (3H, m), 7. 51 (2H, d, J = 9. 3H 
z), 8. 22 (2H, d, J=9. 0Hz). 

(2) 1- (4-7U7j^;V) - 5 -7x^;k- 3 - (M)7;Vtn^f/V) 
JH0fS|-£ Lt\ 1- (4-^fn7i^/V) -5-7x=;I/-3- (Ml7/Vtn 

JR^ : 7 3 . 0 % 

1 H — NMR (CDC1 3 ) : S 3. 80 (2H, s), 6. 62 (2H, d, J 
= 8. 7Hz), 6. 72 (1H, s), 7. 08 (2H, d, J = 8. 7Hz), 

377 



WO 03/103648 



PCT/JP03/07131 



7. 22-7. 26 (2H, m), 7. 30-7. 33 (3H, m). 

(3) 5 n xi- 2 - t Kndp-V — N— {4- [ 5 - 37 » ^/V— 3 — ( MJ 7 
/l^ a y ^/v) fc°y y*— 7^ ^<yX7 5 K Ofb^#>#-^ 5 

4 8) 

J^N-£UT N P ^vl'SK RXtl- ;7x-;>) -5-7 

rn^/v- 3- ( h V 7 ;\>arxi y t°7 /vSrfflv^TM 1 6 £ HOi£<£>^&: 

IfX^ : 7 3 . 2 % 

X H — NMR (CDC 1 3 ): 5 7. 0 2 ( 1 H, d, J=8. 7Hz), 7. 2 
1 (1H, s), 7. 3 0-7. 4 2 (7H, m) , 7. 47 ( 1 H, dd, J = 

8. 7, 2. 7Hz), 7. 79 (2H, d, J = 8. 7Hz), 7. 89 ( 1 H, 
d, J = 2. 7Hz), 10. 56 (1H, s), 11. 61 ( 1 H, s). 

M 5 4 9 : >fl^#J#-^ 5 4 9 tfMb^<£>®Bt 

(1) 2-7^7-4- (4 -y- f^y^—zV) f 7/"^ 
M^U, 4' -7 fdry7-fef7 3 :yy N XW7V7^^t^3 9 5 

(1) £is3«6©iftfis«rfTV\ mm^m^n^.o 

l&m : 8 5 . 2 % 

1 H — NMR (DMSO-d 6 ) : 6 3. 7 6 (3H, s), 6 . 8 2 ( 1 H, s), 
6. 92 (2H, d, J = 9. 0Hz), 7. 01 ( 2 H, s), 7. 72 (2H, 
d, J = 8. 7Hz). 

(2) 5-yat3-2-t Kndf-^ — N— [4 - (4 -y- h^r^y^^/V) 
^—/k- 2--T/K] ^7X7 5 K (>fb^#^-5 4 9) 

ffi&bVX^ 5-^nn-9-y^/Hft. ^2-7^7-4- (4-7 

: 1 6 . 4 % 

1 H — NMR (DMSO-d 6 ) : 6 3. 8 0 (3H, s), 7. 01 (2H, d, 
J = 9. 0Hz), 7. 07 (1H, d, J = 8. 7Hz), 7. 50-7. 55 
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(2H, m), 7. 86 (2H, d, J = 9. 0Hz), 7. 96 ( 1 H, d, J 
= 2. 7Hz), 11. 90 (1H, bs), 12. 04 (1H, bs). 
m 5 5 0 : \^mm^r 5 5 0 (D^m^W^. 

(1) 2-757-4 - [3- ( b y -7?V^rxi *^-7V) ~7a^=->V\ fT^WV 
MfcLT, 3' - (b!)7;Vtn^f;V) 7*b7^y^ ^O^^!? 
fflV^!3 9 5 (1) ^|11#©^^^TV^, ^®^^^r#fc 0 

lt^^ : 9 4 . 1 % 

1 H— NMR (DMSO-d 6 ) : 5 7. 19(2 H, s), 7. 27(1 H, s), 
7. 61 (2H, dd, J = 3. 9, 1. 5Hz), 8. 07-8. 13 ( 2 H, 
m) . 

(2) 5-^nn-2-tFn^>-N- {4- [3- (^17;^^^) 
7^~>V\ ^-T^—;v-i-4)V) K (MW^-5 5 0) 
IfttLT, 5 trui^y ^7Hfe, [3- ( b y 7 >V3r 
n^f;i/) ^-r^— /v^fflV^Wl 6 ^K*K©iftf^SrffV\ flM^ 

JRs^B : 3 1 . 0 % 

1 H— NMR (DMS 0-d 6 ):5 7. 13 (1H, d, J = 8. 7Hz), 7. 
53 (1H, dd, J = 9. 0, 2. 7Hz), 7. 70 ( 1 H, d, J = 2. 4 
Hz), 7. 71 (1H, d, J = l. 2Hz), 7. 95 ( 1 H, d, J = 2. 
7Hz), 8. 00 (1H, s), 8. 24-8. 27 ( 2 H, m) , 12. 16 (2 
H, b s). 

m 5 5 1 : fl^#>#-5§- 5 5 1 ©ffr£^©2R3t 
(1) 2-757-4- (2, 3, 4, 5, 6-^^7;Vtn7j=/V) 

Mi tT, 2', 3', 4', 5', 6' -^7/^P7tF7s;^ 
MWW7^V^J3 9 5 (1) i:|Rl#(D^§rfi 1 V\^S{b^^#fCo 
ItZ^ :86. 7 % 
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1 H — NMR (CDCI3): 5 5. 19 (2H, s), 6. 83 (1H, s). 

(2) 5 —9 u xx — 2 - fc Kctd^>-N- [4- (2, 3, 4, 5, 6 — 'O'* 
^/VoTa^^/V) ^xyv- /v _ 2 — f/v] /<yX7^ K 0ffc<£-<|&##5 5 1) 
SStLt, M2-7^/-4- (2, 3, 4, 5, 

6 -^O^y;V^rw7^^/V) fT/ — /V^rffiV^T^I 1 6 fc|U«©Jftf^*ffV\ 

: 2 3 . 8 % 

! H-NMR (DMSO-d 6 ) : 5 7. 08 (1 H, d, J = 8. 7Hz), 7. 
53 (1H, dd, J = 8. 7, 2. 7Hz), 7. 73 (1H, s), 7. 93 
(1H, d, J = 2. 7Hz), 11. 85 (1H, bs), 12. 15 ( 1 H, 
b s ). 

M 5 5 2 : 5 5 2 <Dft&tfo<DWk 

2-t Kp^-N- [2, 5 -If* ( h y ^ ^-;V) 7 a^/V] ^yX 

7^ K (^^## 5 3 3; 175mg, 0. 5 mm o 1 ) ( 5 m 

L) (3mg, 0. 0 5mmo 1 h JtrPSt (129/tl, 2. 5mmo 

1) ttlx.. 5 0°CT-1 2f^RB«#Lfc 0 fifrfaS 

rc^-/v= 2:1) T?tt«UT^»JHte^©Bfi,ilgMI (18 4. 2mg, 72. 7%) 

'H-NMR (DMSO-d 6 ) :5 7. 92-7. 98 ( 1 H, m) , 8. 06 
(1H, d, J = 2. 1Hz), 8. 09 (1H, d, J = 8. 4Hz), 8. 2 

2 (1H, d, J = 2. 1Hz), 8. 2 7-8. 3 2 ( 1 H, m) , 11. 31 
(1H, s). 

ffl 5 5 3 : 5 5 3 <ZMb-g^<£>®Bi 

MfflrbVX^ 2, 3 -S^t Fodr^yX7^ft h\ ^t^- [3, 5 - f ^ 
(> y ^/Vofn 7* ^VVO -<>-^/V] f7)/pv?y-2, 4-v^^ (M3 1 9 (1) 
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<Dik&m) »ti3i9 (2) tmm<Dm^&n^\ mmfc&m&mz-o 

ifc^ : 8 8 . 5 % 

1 H — NMR (DMSO-d 6 ) :5 5. 0 2 (2H, s), 6. 88 (1H, d, 
J = 7. 8Hz), 7. 0 0-7. 0 4 (2H, m), 7. 79 ( 1 H, s), 8. 
03 (2H, s), 8. 07 (1H, s), 9. 49 (1H, s), 9. 91 ( 1 H, 
s). 

m 5 5 4 : 5 5 4 ^>^^©^jt 

5 — p n y f/vr/kf fc K ( 1 5 7 m g , 1 mm o 1 h 2 — T ^ / — 4 — t 
e r t — T 5: ;V7x^;k :7 ;n^/V tvv- ( 2 5 5 m g , 1 mm o 1 h 

(2mL) ©i^^i^l 8^Wm#bfc 0 il^ffif*LT#fe 

100 : 1) -effMU-C, mmk&m(D&<&mW- (5 7mg, 14. 4%) 3r# 

fc„ 

1 H — NMR (CDCI3) : S 0. 66 (3H, t, J = 7. 5Hz), 1. 2 

6 (6H, s), 1. 61 (2H, q, J = 7. 5Hz), 6. 8 8-6. 9 4 (3 
H, m), 7. 04 (1H, dd, J = 8. 0, 1. 6Hz), 7. 15-7. 3 
2 (7H, m), 8. 61 ( 1 H, s), 13. 20 (1H, s). 

W 5 5 5 : ik&m^r-^ 5 5 5 (Dih^^^W^. 

4-^nn-2 - ({ [ 2 — 7 31 / dri/- 5 - ( t e r t — T ^/V) 7i-/V] 
5: / } * -7*-; ('fb^^#-^ 5 5 4 ; 13mg, 0. 0 3 mm o 1 h 

7kmik*V^1- h V VJ* (1 . 2m g, 0. 03mmol)J^;-;MlmL) 

}!;^pvF^77^ (n-^^V : @^^/V= 5 : 1) T'Sltt, 
tM-fb^CMfett^ ( 1 3 m g , 10 0%) £r#fc 0 

1 H — NMR (CDC1 3 ): 5 0. 69 (3H, t, J = 7. 6Hz), 1. 2 
8 (6H, s), 1. 63 (2H, q, J = 7. 6Hz), 4. 41 (2H, s), 
6. 78 (1H, m), 6. 9 3- 6. 83 (5H, m), 7. 03 (1H, m), 
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7. 1 5 (2H, m), 7. 2 8 (3H, m) . 

6 mm<V KKAy -7t>^^2 Himffi4BJK£&ffi 8 mfflZfr t>Wktt&#i&~ 9 - 
HI, + BlBflfflBl*3fi!-5-b;fc. S4HTtt W^*!^ (0. 35mU/10uL/g) 

rtte^. l, -r y ^M^m<Dskm^ 1 o o % t u-c, fe^wic— ^*©-r ^ 





(mg/kg) 


ifrL!fp$T^ (%) 


20 # 


80 # 




0 
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41 
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44 


57 


30 


63 


73 


19 5 
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61 
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70 


79 
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it ^ <D m m 

1 . TfB-J&jS ( I ) : 




Ate. 7}<lSJ^XteTi?^vl^£*U 

x-e xRT$Rte±mfemtmm-e&z>) ^m^n^m^m^^m^: 
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3. Xf)K TIB^ : 

C— N 

II I 
O H 

5. iZ^, C 6 ~C 10 ©7V-y (|7Wy^ Sfc-O-A (5£*K All 

—use*, (i) \z.&tfz>mmtmmi?%>z>) rxj^.-x-k x&tfEra— 
(i) tem-fzfemtmm-vhz) -e* tiiiiii^f lt 

O-A Att— (I) m*3J-t55£*ilH**C*>5) R^-X-E (5£ 

*K X&tfE (I) |!l*5»t53^*^IBI»*C*>5) ^^tl^S^ftH^H 
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£V)m$l£thZ>Wk mm*. (5£tK A^-^ (I) I2l33»t5^l 

7. ^_o-A (5£*K Att— JK^: (I) 

XtJ^-X-E (5£*K X^Ett-K (i) m^3tt5^lfcfcRH**e*>5) T* 

8. #Z#, 5^-O-A (5£tK Att-jRA (I) |c*5»t5S«li:RSSt?*>*) 

^l^-x-e x&tfEttHRs*; (i) m^artsjfeliitiini-efea) t* 

9. iZ^ 5^-O-A (5£*, A^-^ (I) ^»t«^«fcHHI|t?fc5) 
3ttf5£-X-E (5£*> X&tfEW:— ASS* (I) t*5tt53feaifcra* , t**)«) 

10. e#s. gmstr^ruTv>Tt>J;v>c 6 ~c 10 <Dr y-/^ x«tis 

grW UTl^C % J: v> 5 jfcv U 1 3 ^ nr!) — /i^-Cfo53t#£>$6ffl3l 1 ^ 
l l. E#s WUSSr^rUTVvrfc £v>:7^~/vS^fcSlfr£<£>3OTili cm 
12. Ed*, 3, (MJ7;^n^f;v) 7a^^"Cfe5IS^©*5 

ill i3S(-ib«4(oe^o 
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